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(57) Abstract 

Novel quinoline derivatives and quinazoline derivatives represented by general formula (I) which have an inhibitory effect on the 
autophosphorylation of growth factor receptors originating in platelets and pharmaceutically acceptable salts thereof; pharmaceutical 
compositions containing these compounds; and a method for treating diseases relating to the abnormal proliferation of cells such as the 
proliferation of rumors, wherein Ri and R 2 represent each H or C^ alkyl, or Ri and R 2 together form C u $ alkylene; X represents O, 
S or CH 2 ; W represents CH or N; and Q represents substituted aryl or substituted heteroaryl. 
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R X x R 2 tt«HcH*fc»c 1 -c 4 T-rt/*>u-c , *a*^ 

R t R 2 left oTCj-CgOT^U >«BflM-« *>©T?* t> - X » 



WO 97/17329 



PCT/JP96/03229 



1 

m fm Wt 

a & cnc*-*- y u «fc o'-en 6 * m&tmjsm 

& m & m 

w * s « 

^H^Cplatelet-derived growth factor, ^TPDGF t ■&-#-) £f®Ji&5B?*<S 
^bWWi»cM*DoTl.^C<»:*<*n?>tLTl^ (Cell, 46, 155(1986)) 0 L#*Ltt*< 

«!I L fcW-fffi^ $ tin » * (J. Exp. Med. . 175 , 1413 (1992) ) tfcPDGFftffcj^ ^ > 
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4=- * - -fef @5'J >^t^^t5M© > JlBMlzM^ L T 

X_<ift-5 0 

fcW«^3KlC^$tlTV^« (Cancer Research , 54 , 6106(1994) >. Proc. Natl. Acad. 
Sci. USA. . 92, 2558 (1995) ) 0 JELL©Cl£*^ PDGF^^gBU >»ftlfi«ijj&< 

fflT*>S£%*_£ft& 0 

ft5fc&&J©PDGF^g#gB'J >KfkPl^f>JiLT(i. 0*J*.tf. 3-7'J-^; 
'J >ii LT^ J. Med. Chem., 37, 2627 (1994), J.Med. Chem. ,37,2129(1994) . 
^^¥6-507643^^ 3-T »J -^*y+t U >3S<h LT\ Cancer Research, 
54. 6106(1994) fc«tO'4- bf U 5?;l/-2- T U -;Ub° U i ^ LT> Proc. Natl. 

Acad. Sci. USA. , 92. 2558 (1995) WtSL h ft T \ ^ 0 

7-yj >#te©4fe£ria<@©g^m : r\ iKJWR^ifcti^lSC^^LTtt^ 

©fclSISt) fC&^T. Cft£"C£< &t>ftT^fc<,\, 

S£3fc&*n©*y 'J >^*#<h Ltl^ #£¥1 - 2 4 6 2 6 3-^&#gJC 
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SBttSftT^S {4 - [(7-?od-4- + >"J-;1/) t^->] 7xz;H 

4 - 7 U - y >lcHt« t>©i LT N J. Med. Chem. , 14, 1060(1971) 
, Acta Chim. Hung. , 112 , 241(1983). #£3g6 3-5 1 3 7 5 -s§-£rfg> "7 
1WIS3 1 0 1 5 4 4^ #£¥1 -2 4 6 2 6 3-5f£f6, 7ftS#fF3 9 3 6 4 

mi*, ^m&mviffifru mto&Bsam^ &nmM£ tzar >¥+r&mm ±lt 



% BJi © 5§ ^ 
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( I ) 



{5£tK R 1 *5ckO'R 2 {ij@giJtcH. C^C TWmsK 

1 W£< C H 

(a) XliO£7tliS-££i9. Q fi N 
5$ (ID : 




K4\ miiK 2tfcli3t"*^ RJifiSiJCCN, OH, ad^^ c 
1 -C 5 T;b+;K C x -C 4 7^3 + y^/;|iC 2 -C 4 T v^U^r*) -S] Ttf 

a: an ) : 



WO 97/17329 



5 



PCT/JP96/03229 



[5£cK mi*m&®m&£nmT'&t)^ r 3 ' itm&iiz oh. c 1 -c 5 T;b 

5t (IV) : 




[5£4\ mfeJ;t;R ' tegE^o^SS £ Injurs?* R . «H X C - - C R T 

o 4 15 

;U 1 7t C 2 - C 4 7^T'*5] T^$ft5ST'*»)s 
(b) XliO, StfcliCH 2 T**t)> Qti> 
^ (V) : 




5 1 
CC 3 -C 1 Q ) T;M^k C - -C 4 TJl=i*i/t>Jl^—Jl^ 7 ±7 

f-JK 7 'J ;k OV-OK KKI'O W;Ut fzitC - c 4 t*>;u 
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CN, NO^ OH, N H g ^ C - C 5 T;^;K 

SSt^ (C 3 -c 10 ) t;M^K c 1 -c 4 7j^ + -a c 1 -c 4 7;^+y 

t^*^;K C.-C 5 7WK C l" C 5 7,>D + ^ C 1 -C 3 T;b^b> 

C 1 - C 4 TJU-JIT i 7. v 1 - (C 1 - C 4 TJ^Jl) TiJ^ 
C0 2 H, CONH^ N- (C 1 - C 4 T)\s*)V) T I h\ N, N-v- 
(C 1 -C 4 T;b^;b) T ^ H\ C 2 -C 4 7;^;l'7; h\ h'j7;l/tn^f 

ii^7x^ (c - - c A T)i>*)V) . t'Uv^K tr^y— ;k t°'j ^ ^-;k 

O, S. N H N NCN, NR Q ^/ctiNOR g C:t\ RgliCj-C^^ 
5* (V) : 



R5 ^5 

B 




A 



(V) 



£0 } 
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X. Rg N R 3 ' „ R 4N R 5> R g N Y, Z. A N m> j 

v^f;k s-7^;is t-^f-;k 'O^k -fvof-Jk T^'O^k 

t ; 

3»4^ (C 3 -C 1(J ) 7W:->^n^ue^ v^cfO 
?-;k ->^o^+->>»K ^o^-t^K -> ? n >*- ? ?- ;k 7yT>f;k 

C 1 -C 4 T^3*«> : > x^k ynaP^r^ V^D^k 

7* h * >\ -f77h*k s-^h + k t - -7 h * v ; 

C 2 - C 4 T isJl> : 7-fef\rts h°^-— JK 7* U ;U ; 

C 1 -C 4 T )1*)IT i J : / 3- JIT i J k X-^JUT 7n t°JU7 S 7. 

>T V7n t°JUT $ A 7f;l/7;;, ^V7f^7iy> s-7W;A t 

v- (C 1 -C 4 T;M^10 T^y :-^W;A ^W;A ^7" 
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C 2 -C 4 TJl*JlT i K:7th7; K. ^ot°t>7 ^ K. 75^ 5 K ; 

7 CN, NO^ OH. NH^ ^n>r>. C 1 ~C .TJl^-JK 

fflk (C 3 -C 1 Q ) T;M^k C x -C 4 T^^ + ->> C 1 -C 4 T^n+-> 
#;b,-fc;K C 1 -C 3 T^+U>^^-+>> C 1 -C 4 7^+;l/7;;> 
(C 1 -C 4 T;b+^) 7;7, C 2 -C 4 7W7i K. h'j7Mnyf 

jK C 1 - c 4 T;L-+;Uf-^- N 7x-;K 7x/ + -a 7x-;i/ft 

ii7x^'> : CN, N0 2> OH. NH^ ^o>r> N C j - C 4 T^4- 

Jk Sitfc CC 3 -C 1 Q ) r;u*;k C j -C 4 t^=j*«> n C 1 - C T)lz2 

+ «>^;^'-;K C 1 -C g TVl^lx > C x - C . TJl^JlT i J . 

^;k Cj-c.t^W^ 7x- )W 7x; + a ^i^^u^^-. 

;b (C ± -C 4 T)\s*)V) . <>'/>f;l/tfcliC „ -C 4 TisJMDtpfrZm&tl 
S3itT©Il:J:oTlg|$tltl^7x7 + yS ; 

*.=. jl,** : CN, N0 2 . OH. NH^ ^n>r>. C x -C 4 TA- 

*Jk 8M* (C 3 -C x Q ) TJl*JK C x -C 4 t;U=i*->. C x - C 4 T;b 
a+v'*^^— ^ C x -C 3 7A*l/>yt+-^ C 1 -C 4 7^7;y^ 
v?- (C 1 -C 4 T^^) 7SA C 2~ C 4 7 ^ 7 ' K - h'J7;l/tD 
C 1 -C 4 t;1/4=-;U^-^ 7^~jK 7x7^-a 7x^;w, 7 ^ 
—Jl (C 1 -C 4 TJlJ-Jl) . vV ;H fc (i C 2 - C 4 7 y ;l/©cfi^ 

/<>V^^ : CN. NO 2 n OH. NHg. ^o>r>. C 1 - C 4 T;Mr 
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JK Bltfc (C 3 -C 1Q ) TJl^rJ^ c J _ c 4 T^3**> % C 1 -C . TJVzi 
(C 1 -C 4 7JW) 7U> C 2 - C T;U*;bT S K> h"j7;btn 

C 1 - c 4 T^u+^i/f-^ ^i— ;k 7x;^a 7x^;bft> 7 
—Jl (C^C^W) s ^>vV;b^/c{iC 2 - C 4 T is JUDtpfr e>M& 

Sfcfctvu-OSk 'J>3l N >/a7il, SEIU n^Ik ^> 

If h 'J ^ -JUT i i®I4'i^W5Ci^§^ 

£ *l£ feOTf/i tftitfft btJUCi (if 9 * "C 8 1> 
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OMe 



202 



OMe 
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Me 
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II *5£*E<D4t&&!<D9m%fe 

TMtaci^^So Org. Synth. Col. Vol. 3, 272(1955), Acta Chim. 

Hung. ,112, 241 (1983) £©iH«©:£ife&<& -5 «, JE/T®HlfeWt?ffiffl LTOS^ 
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ztfc-ngZo mx-ti, 'bttmm^ *mmv£, im, 150 m^m^c 1 9 




1 g (I) fr, Q&<3; (II) , 5£ (HI ) (IV) -?7fi£tizm& 

b . x i>< s -e* -5 fb£#i©£-E£ : 

2 g (I) 4i > Qfr'g; (V) [g (V) ^ jfeJ:0'k^'j:fei:QT^^] 
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Chem. Soc. , Chem. Commun. , 1157(1993), Synlett, 1157(1994)) {ci2*8£ tl-C^&Jl 

(III) h'j7^tn^>x;^7-hS/:l^7f;^^A (ill)bU^^^ 

4-?an + y y >ii#t/:li4-7DD + 7-7'J >5f^#£, ;£^8 0 
ffittSiiE* 1 #~ 5 B#F B ^ ^Klil07)~l BfPalfPffl £^£C<ticJ;^gft 
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#'J*_li\ %M (Org. Sya, 51, 139(1971)) IB*g©OT©^(Cck «9 T fjU?-* 7 

xy-iUlM^tKi^t^o ^-fcfc-^ a. -?-&j&°smt<ZT >Ji7 ^ 

(M^.(S\ 2 0 0 - 3 0 0°C) "T^^iJCcfc^^cii^m^lKffiL/cS-TU- 
N-^yf-^W 5 K) 4\ TKBtfb:*- h U * A £ £ t> Kfig 8 0-15 0°C 




X*<CH 2 -e*S3a; ( I) Tf^^n-B'fk^l^ * h^-(R.Cutler)£>©J.Am. 
Chem. Soc. 3375(1949) lc|B«<Z>^«-^Jffl LTgJiit-S d i § -5 a C 
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fUSo X-^'f U-(J.K.Stille)^©J.Org.CheiD.,48,4634a983) icfB|$© 

C#lRti\ t*X ( h >J 7^-)l*X7j » v^v^A (ID ^n'J K) #£T 
T'iS^ *iW1f^Jg (^"J^^\ 9 n o^;bA) ^TSD^S^-r £ C t K J; D gift £ 




K^n A, R R 2 , Wfc<fctfEttIIE&0Si|£|^£T?fc*K R" (i^f- 
3 5£ (I) fr> (V) (V) 4\ BttQ-C&t)> 
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m*M^ N, N-->7Ww^7; K) 4\ (#J*.{£\ TKffcft^ h U -7 
n* 0 ^ft^&^&^fc^TJU+^T S >t/:(i7 U -JUT S 
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6 c <h75<-e^^ 0 



Kcj3 N A. R ^ R 2 . W. E:fc«fct/R{«^©^<tI^-e&£ 0 ] 

X^CH 2 -e*5^ (I) T'^tlSfl^fell;^ # b ^-(R. Cutler) £<DJ. Am. 
Chem.Soc. .71^,3375(1949) J: o Tg£ii^-& C i ^Tr § -5 0 C <D 




R 
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A. R 2 . EfccfctfRfigfc&O^il^^&frK PT' 

4 55 (I) (V) K (V) j &J:#kfr'j:ktclT&5] 

a. B^OTraba{b^©^ : 



ANCO tfzt± 



O 

x 

AN OR 
i 

H 
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b. Bi<Sf*5M©^: 




iiCH 2 T£>So ] 

Bt5<N CNT£3tf:£$l^ (H. J.Petersen) b©J. Med. Chem. , 21. 

773 (1978) lz.§EM<D-%mz «fc ^ TSfcg-T -5 C £ £ £ Q 

CO»l^ fcSttWtRigig (#'Rti> M>f U><Ei') ±IBa. T 

^ K££f£L*:'{£. >>T^S K*fttfB3-frS C «t(C«k SKIS"?* So £/c N b. 



WO 97/17329 



PCT/JP96/03229 



4 1 




So 



WO 97/17329 PCT/JP96/03229 

4 2 



mmn (Mz.&^ btf&^ 
ztiz><D&mm$ut. aurfflv^nT^sw^Pk itaapk *££#k »$R*ik 

^r0^^ 0 . 5-50 £F£ L < 1-20 n.m.%W8tX~%> * Q 

fl4r©»^fcJ6:L;TaS^a£$n-5*^ 0Jx.l^ 1~10 Omg/kg ffcfi^ L 
< til~5 Omg/kg #m<omffl-C&*). C*l£l B 1 @*fclittlIIfc:$fry'-Cia:# 
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m m m 



Tf5H5S©2, 6-i^tKo + '>t7^b> (9 6 1mg) *N, N-y^fJb 
*^7; K (10 0ml) (c^Lfc^ «J (1. 2 4 4 g) &1m 

z.m.M\zTimLti 0 3 o#^y a. i4mi) ^^^itl 
-*v?^z7 4 -K&t) mm u mmoik&ya* 3 0 7 m g . jr* 2 9 %-^ntz 0 

1 H-NMR (CDC 1 g, 90MHz) : 53. 89 (s, 3H), 
7. 00-7. 18 (m, 4H), 7. 5 3-7. 7 0 (m, 2H) 

mmMftm. (fd-ms, m/ Z ) : 174 (m + ) 



(1 2) 

4-? no- 6, h + U > (7 5mg) 1 6 - 

* h*v-2-^!7 h-JU (1 7 4mg) £fi£U 1 8 0^*3 0#IBJ«#L 
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h?? 7 4 - {c«fc»3ffiSgL. 81(0^*7 lmg. JR^5 9%T*#fCo 
1 H-NMR(CDC1 3 , 90MHz) : <5 3. 9 6 (s, 3H), 4. 0 
7 (s, 3H), 4. 08 (s, 3H) , 6. 53 (d, J=5. 71Hz, 1 
H) , 7. 18-7. 36 (m, 3H), 7. 56-7. 91 (m, 5 H) , 8. 
50 (br, 1 H) 

(FD-MS, m/z) : 361 (M + ) 



H«IJ3 

6, 1 -~Jt b*is-4- ^7'J> (10) 

4-?dd-6, 7-vM h^F-^+y U > (4 5mg) <tmi5S©yS-^-7 h 
(1 4 4m g) £M£rU 1 8 0°C*P2&TmmWLt^ H»J2 chl^Hi© 
UlfMc: «fc o Tiff £5! U mmmk&V!}* 4 5mg. J&^6 8%Tl#/c 0 

1 H-NMR(CDC1 3 , 90MHz) : <5 4. 05 (s, 3H) , 4. 0 
6 (s, 3H) , 6. 52 (d, J=5. 28Hz, 1 H) , 7. 27 — 7. 6 
1 Cm, 6H) , 7. 7 5-8. 0 0 (m, 3H), 8. 5 0 (br, 1 H) 

WmftVrm (FD-MS, m/z) : 331 (M + ) 



(1 3) 

4-^ an- 6, 7 - >M h + ^+y'J> (89mg) tmffiFn(D7 
is- 2 -4-7 b-Jl (2 0 9mg) 1 8 0W3 0#ia»#Lfc8U 

HSfiS^J2 i|SI*»©»^«k^Tfl|«!L^ ^eo-fb^fel^ 5 9 m g , i&^4 1%T 

1 H-NMR (CDC1 0 , 90MHz) : 63. 92 (s, 3H), 4. 0 
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5 (s, 3H) , 4. 07 (s, 3H), 6. 54 (d, J=5. 49Hz, 1 
H) , 7. 10-7. 24 (m, 3 H) , 7. 49 — 7. 91 (m, 5 H) , 8. 

4 9 (d, J =5. 4 9, 1 H) 

(FD-MS, m/z) :36 1 (M + ) 

H«J5 (#%#J) 

5 h^>- l_z±Z 

^BR4>«fc0f»«!Lfco iR^2 8% 0 

1 H-NMR (CDClg, 90MHz) : 6 4. 0 0 (s, 3 H) , 6. 7 
9-6. 89 (m, 2H) , 7. 3 0-7. 4 8 (m, 2 H) , 7. 69-7. 
9 0 (m, 2H) 
Ri^fftt (FD-MS, m/z) : 174 (M + ) 

l^fe^J6 

6, h^v-4 - (5-^ - l-y^-JUr**/) -fry U > 

(1 1) 

4-? no- 6, 7-^h*WJ>(8 5mg) £ 5 T*'&ti 5 - 

y h + v- 1 -i-y b-Jl (6 7mg) ^rKg^r 1 8 0°C4 3 2 0 a-KKJt** L rt: 

mfom2tmm<omfaz£~,'c , ttmi,^ mm&fc&yi&i 9mg. jr^i 4 

^ H — NMR (CDClg, 90 MHz) : 54. 04 (s, 3 H) , 4. 0 
8 (s, 6H), 6. 31 (d, J=5. 27Hz, 1 H) , 6. 83-6. 9 
2 (m, 1H), 7. 34-7. 61 (m, 4 H) , 7. 75 (s, 1 H) , 
8. 2 0-8. 2 9 (s, 1H) , 8. 43 (brs, 1 H) 
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(FD-MS, m/z) : 361 (M + ) 



6, 7 - ! J* h4->-4- (4 — T > K'JJM-*'» U > (1 7) 
4-^na-6, 7 -'J/ h + v'+y' U > (112mg) <t rtJggS© 4 - t K 
u*i^(> K-;t- (2 0 Omg) £g£U 1 8 0W3 O^lfflHt^Lfco 



1 H-NMR (CDC 1 o, 90MHz) : 53. 95 (s, 3 H) , 3. 9 
6 (s, 3H), 6. 08-6. 13 (m, 1 H) , 6. 35 (d, J = 5. 2 
8Hz, 1H) , 6. 8 3-6. 9 3 (m, 1 H) , 7. 2 9-7. 4 5 (m, 
5H) , 7. 62 (s, 1H) , 8. 40 (d, J=5. 05Hz, 1 H) 
Mtt (FD-MS, m/z) : 320 (M + ) 



6, 7--^n^->-4 - (3, 4-^^->7x;4'» ^;'J>(8) 
4-^on-6, 7-^7 h + ->+;'J> (9 0mg) ifi D n D03, 
t h + ->7x;-^ (1 8 7mg) *fi^U 1 8 0 W 3 0 L fcSU 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 3. 8 7 (s, 3H) , 
3. 93 (s, 3H), 4. 05 (s, 3 H) , 4. 06 (s, 3 H) , 6. 4 
5 (d, J=4. 9Hz, 1H), 6. 75 (dd, J=2. 4Hz, 9. 2H 
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z, 1H), 6. 75 (d, J=2. 4Hz. 1 H) , 6. 93 (d. J = 

9. 2Hz, 1H), 7. 42 (s, 1H) , 7. 57 (s, 1H) , 8. 48 
(d, J=4. 9Hz, 1H) 

SiMtt (FD-MS, m/z) : 341 (M + ) 



H»J9 

6, 7-OV h^->-4- (6— fry U^Uj^vQ fr/ 0 > (1 5) 
4-/7oo-6 ( 7- Uri/fry U > (9 Omg) <h TffHRS© 6 - t Kn 
fr->fry U > (1 7 6mg) ^ffiffiU HWJ8 «tl^«OSf^S^*5«kC^Rt«i 
t5C £l^cfct)^©>ffc£*£6 2mg, iR$S4 6%T^7t 0 

H — NMR (CDC 1 3 , 500 MHz) : 6 4. 05 (s, 3 H) , 
4. 06 (s, 3H), 6. 56 (d, J = 5. 5Hz, 1 H) , 7. 4 4- 
7. 62 (m, 5H) , 8. 13 (d, J=8. 5Hz, 1 H) , 8. 22 (d, 
J=9. 2Hz, 1H), 8. 53 (d, J=4. 9Hz, 1 H) , 8. 94 
(d, J=4. 3Hz, 1H) 

mmftvfm cfd-ms, m/z) : 332 cm + ) 



m&m 1 0 

6, 7-^yh^->-4- (3-7;l/to7xy^y) ±UL> Lj) 

4-^oo-6, 7-^^ hfr->fry U > (1 0 Omg) irfJHg^i©3 
to7x7-;KO. 2 0ml) 1 8 0W3 O^HH^Lfco RlK 
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1 H-NMR (CDC 1 o . 5 0 0MHz) : 6 4. 04 (s, 3H) , 

4. 06 (s, 3H), 6. 56 (d, J=4. 9Hz, 1H) , 6. 93 (d, 

J=9. 2Hz, 1H), 6. 95-7. 05 (m, 2 H) , 7. 39~7. 4 

5 (m, 1H) , 7. 4 7 (s, 1H) , 7. 5 0 (s, 1 H) , 8. 5 3 (d, 
J=4. 3Hz, 1H) 

WMtttifm (FD-MS, m/z) :2 9 9 (M + ) 



f£Ste#l 1 1 

6, 7-i?M h*^-4- (3-b Kn^^7x;^-» U > (5) 
4-*nn-6, 7 - v>V is*J U > (3 0 0 m g) £ HTH^S,© U vOI/i/ 
^;7tf-h (0. 8 3 5ml) 1 8 0t^3 0^»Lfco 

tern* 37mg, um 9 

1 H-NMR (CDC 1 3 , 5 0 0MHz) :64. 01 (s, 3 H) , 
4. 02 (s, 3H) , 6. 48 (t, J=2. 4Hz, 1 H) , 6. 59 (d, 
J=5. 5Hz, 1H) , 6. 77 (dd, J=2. 4Hz, 7. 3Hz, 1 H) 
, 6. 82 (dd, J=2. 4Hz, 8. 6Hz, 1 H) , 7. 33 (t, J = 
7. 9Hz, 1H) , 7. 39 (s, 1 H) , 7. 47 (s, 1H) , 8. 40 
(d, J=5. 5Hz, 1H) 

fi^I(FD-MS, m/z) :2 9 7 (M + ) 
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H«J 1 2 

4-^od-6, h*i/*;'J> (1. 0 0 g) <tmH5£i©4 -Zfu 

*7*;-A, (1 1 5mg) £M£rU 1 8 0°C^4 0&mtWLtz o 

®}&&%}&iWZ7kmj- h >; atk^t-^^d l 7K <t ? n □ u 

7 4 -i::«fc!9«HR!U Smtoik&m*: 1 . 2 0 g, iK^7 6%Tl#/c 0 

1 H-NMR (CDC 1 3 , 500 MHz) : <5 4. 04 (s, 3 H) , 
4. 05 (s, 3H), 6. 48 (d, J = 4. 9Hz, 1 H) , 7. 08 (d, 
J = 8. 5Hz, 2H) , 7. 43 (s, 1H), 7. 51 (s, 1 H) , 
7. 58 (d, J=8. 5Hz, 2 H) , 8. 51 (d, J=4. 9Hz, 1 H) 
IlMi (FD-MS, m/z) : 3 5 9 (M + ) , 36 1 (M + +2) 



mmm 1 3 

6, 7-gnt'>-4- (2-yh^^7 A ;^-» 4-7 'J > (1) 
4-* no - 6. h + -> + y U > (1 0 2mg) t rfJRS© 2 - ^ h 

*<>7i;-;K0. 5ml)£M£U 1 5 0 °C * 8 B£HH1# L tz 0 KJtm& 

7 6mg, JRSp 5 4 %"?»fco 
1 H-NMR (CDC 1 o, 90 MHz) :S3. 78 (s, 3H) , 4. 0 
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5 (s, 3H), 4. 05 (s, 3H) , 6. 31 (d, J=5. 3Hz, 1 H) 
, 6. 9-7. 4 (m, 4H) , 7. 4 2 (s, 1H), 7. 6 3 (s, 1 H) , 
8. 4 5 (d, J =5. 3Hz, 1 H) 
MMfttirffi. (FAB-MS, m/z) : 312 (M + +l) 

m&m 1 4 

6, 1 -V* (3-/ *j ij > (2) 

4-^oo-6, >j> (1 03mg) t rfJB£ Q D a© 3 - ^ h 

(158mg) £;?I£-U 1 6 0°C+9B#rM#L7t o 

i-ckt?*f^U mm<Dfc&Qa&2 9mg, iKj£5 2%Tl#/c 0 

1 H-NMR (CDC 1 3 , 90MHz) : 53. 82 (s, 3H) , 4. 0 
4 (s, 3H), 4. 0 5 (s, 3H), 6. 53 (d, J = 5. 3Hz, 1H) 
, 6. 7-6. 9 (m, 3H) , 7. 35 (t, J = 7. 0Hz, 1 H) , 7. 
43 (s, 1H), 7. 54 (s, 1 H) , 8. 50 (d, J=5. 3Hz, 1 
H) 

Il^lffl (FD-MS, m/z) : 31 1 (M + ) 

m&m 5 

4-?oo-6, 7-i>V h4-v^y <J > (10 3mg) <hrfJRS©4-> h 
+ (2 8 6mg) £fi£U 15 0W6^fPH«}$Lfc o SfSzi^ 
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f-^-emm-tZ i") - «fc 9 U 

1 H-NMR (CD C 1 3 , 90 MHz) : 53. 85 (s, 3H). 4. 0 
5 (s, 3H) , 4. 05 (s, 3H), 6. 41 (d, J=5. 3Hz, 1 H) 
, 6. 97 (d, J=9. 5Hz, 2 H) , 7. 14 (d, J=9. 5Hz, 2 
H) , 7. 43 (s, 1H), 7. 58 (s, 1 H) , 8. 46 (d, J=5. 
3 Hz, 1 H) 

Hi^tfffi (FAB-MS, m/z) : 312 (M + +l) 



mmmi 6 

6, 7 -if* b^riy-4- <jb-*J U^Lj^vQ -fry 'J > (14) 
4-^nn-6, 7- h + v'+y U > (5 Omg) <b rfJlSS© 5 - k Kn 
*'>^'J> (5 Omg) 17 0t+10^jfjfLf: o 

^LTWfcgat^^+IJ-^/ftiti^^ (1/1) T-jg^m. MIc^od^ 
/**J-A, (5 0/1) flii t § If "J * y n ■? h ^' 7 7 ^ - 1: j: D 

1 H-NMR (CDC 1 3 , 90MHz) :<54. 06 (s, 3H), 4. 0 

7 (s, 3H), 6. 35 (d. J=5. 3Hz, 1 H) , 7. 2~7. 5 (m, 

3H), 7. 68 (s, 1H), 7. 7-8. 4 (m, 3 H) , 8. 46 (d, 

J=5. 3Hz, 1H), 8. 49 (d d, J = l. 76Hz, 4. 17Hz, 
1 H) 
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II^DtKFD-MS, m/z) :3 3 2 (M + ) 
Hfflsfll 1 7 

6, 7 - s j* h*^- 4 - (1 -j-"7^;M-^» 'J > (9) 
4-^dp-6, 7-vV U > (97rag) £rf!|5S© 1 h 

(3 4 Omg) £zli£U 1 5 0 W 8 H^Palif # Ltz a ffiQ&t 

^^^-^/S^i^A- (3/1) -eJg^m. ? nn*W^ ^y-;u 

(i/i) -cmmtzwm^vfifjitv^hy^y 
^ - £ Tnj^^-r mm<Dit$iV!}& 5 7 m g . ik^ 4 0 %-ef#^ 0 

1 H-NMR (CDC 1 0, 90MHz) : <5 4. 05 (s, 3H), 4. 0 
5 (s, 3H) , 6. 32 (d, J=5. 3Hz, 1 H) , 7. 2 — 7. 6 (m, 
5H) , 7. 74 (s, 1 H) , 7. 8-8. 0 (m. 3 H) , 8. 35 (d, 
J =5. 3 Hz, 1H) 

UMftrnm (FD-MS, m/z) : 331 (M + ) 

mmm 1 8 

6, 7->M h^->-4- (5--f > KljjM^vO ^yj> (16) 
4-^ on- 6, 7-v7 h + ->+7'J> (1. 0 g) irfrgSScD 5 - t Ro 
*v"f>K-;l/ (1. 19g) 2rZl£rU 15 0W1. 5 Bf Pallia L *: 0 JKJK 
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^77^ -I'^^mmt^ mm® 8 9 8m g> iR>P6 3%Tl#fco 

1 H-NMR (CDC 1 g, 90MHz) : 54. 05 (s, 3H) , 4. 0 
7 (s, 3H), 6. 42 (d, J=5. 3Hz, 1 H) , 6. 5~6. 7 (m, 
1H), 6. 9~7. 6 (m, 5 H) , 7. 67 (s, 1 H) , 8. 44 (d, 
J = 5. 3Hz, 1H), 8. 55 (b r, 1 H) 
MbfrfffliS (FD-MS, m/z) : 3 2 0 (M + ) 



fUfefll 1 9 

6, h4->-4 - (3-^ h^->7^-^^) ^7 U > (117) 

4-* no- 6, 7-^h + ->+yj> (5 0mg) £rOTn n p©3-y h + 

(7 7mg) £-M£rU 1 8 0°C^3 0 fJ>IHMK# L fc e Mm 

1 H-NMR (CDC 1 3 , 90 MHz) : <5 3. 79 (s, 3H) , 4. 0 
1 (s, 3H), 4. 03 (s, 3H), 6. 84 (d, J=4. 8Hz, 1 H) 
, 6. 9-7. 5 (m, 6H), 8. 45 (d, J=5. 1Hz, 1 H) 

(FD-MS, m/z) :3 2 7 (M + ) 



$mm2 o 

6, 7 - 2J. L±jjz 4 ~ C4 -7 h^->7^_ ;i/^^-) t;'J> (118) 
4-* oo- 6, 7-vV h^-i/^y «J > (5 Omg) £ mBfoFp© 4 - 7 

(6 3mg) £g£U 1 5 0V*P5 #M«#Lrt:o SSifeM 

1 8 £|HMi©&mwJ;oTraai!U MK?oo*;l,ATl£ l fl^£C<hKJ;^ 

M<04t£ffll$: 80mg, JR§£ 10 0 %-CWc 0 
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1 H-NMR (CDC 1 g, 90MHz) : 5 3. 88 (s, 3H), 4. 0 
3 (s, 3H) , 4. 05 (s, 3H) , 6. 60 (d, J=4. 8Hz, 1 H) 
, 7. 15 Cd, J =8. 7Hz, 2H), 7. 38 (s, 1H) , 7. 39 
(s, 1H) , 7. 52 (d, J=8. 8Hz, 2 H) 8. 39 (d, J=5. 
1Hz, 1H) 

fttftm. (FD-MS, m/z) : 3 2 7 (M + ) 



mmm 2 1 mnmy 

rPKS© 4 -^0*7*^-^1/ (17. 3g) ^N, N-i>7f M;l/A7^ 
K (9 0ml) icmmttz^ ^T^mit-f- h 'J ^ (2. 6 4 g) ^JP^./to 
liSTf:t- Bfeit#^ N ^DD^Wf^x-f/b (8. 3 5ml) 

«*18. 2 5 g. iR¥8 4 %T'ifce 

1 H-NMR (CDC 1 o, 90 MHz) : 53. 46 (s, 3 H) , 5. 1 
3(s, 2H), 6. 91 (d, J =9. 2Hz, 2H), 7. 38 (d, J = 
9. 2Hz, 2H) 

WmftVffe (FD-MS. m/z) :216 (M + ) , 218 (M + + 2) 



mmm 2 2 omm&D 

mMW2 lTffc4-^D^-l-^ Kyyf^7x;-^ (1 5. 9 9 g) 
*i*fh7tKD75> (2 0ml) U 7J^'>«TWd©7 
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y**s*jiJgm (1. 9 7g) 'SOniU Ht- 3 ^<Z>&7j<T- h7 t Kd7 7>@ 

^tfii:!^ J^Sf^ fF7tKD77> (10ml) LfcrfjgRSeD 
itffc h 'J-n-7*f;^X (2 3. 9 9 g) < t> tITLfc 0 MS*4B^ 

ic=fc fomm<Dit^^3 1. 3 9 jk^i o o%-emzo 

1 H-NMR (CDC 1 3 , 90MHz) : d 0. 8 0-1. 6 5 (m, 27 
H) , 3. 4 8 (s, 3H) , 5. 17 (s, 2 H) , 6. 9 1-7. 4 2 (m, 
4H) 

WMfttftm (FD-MS, m/z) : 4 2 8 (M + +l) 



H»J2 3 (#%0J) 

4 - ti F'd^->7 j^— ;U 4 - h 'J 7;btny ;b y h > 

2 2 TWt- 4 - h U -n-Zf^-J^f-y- 1 b^>>< f;b7x7-^ 
(1. 282 g) £rfJI&S©4- (h'j7;^nyf Jl.) K>vV;^nij K 
(6 2 6mg) ^?DDt4A (5ml) KjgJffU mflRiS© t°X (h'j7x^ 
^^7^ » /n°^>?-7A (II) ?o'J K (8 m g) £A*U 5 B#IHit8fe L fco 

7k«Eii-7^5/»7AT-fa»Lfco «EET«SKe*^i=»t>tifcgiae ci. 028 

g) £-t- h7t Kd77> (2m 1) K*gft?£-fcK 7K (5ml) t 6 N&ifckig 
& (12ml) £2jn*_T 4 . 5 B$!!ffitft t tz Q KfoWL£M*t$tomt't- h'J^A 
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(FD-MS, m/z) :2 6 6 (M + ) 

H 2 4 

(4-h'J7Jl/tnyf^7x-;b) {4- [ (6, 7--/^ 

7 7 y ^7 > (2 9) 

4-? no- 6, 7-y> h + v/+7'J> (8 1mg) bMWiffil 2 3 ~CMt~ 4 
-tFo + y7x^ 4 - h l J7;bto^f^7x^l/ (28 8mg) 

£M£-U 18 0ttf2 0^at^L/:^ RftiS£*ftl&^*1i- >/T-fe h > 
(2/1) TJg^£^/liy U rt^l^n^ -KJ:«9i|i£¥U SM© 

it&m* 98mg, 6 0 %Tl#/c 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 4. 0 3 (s, 3 H) , 4. 
06 (s, 3H) , 6. 68 (d, J=4. 9Hz, 1H) , 7. 29 (d, J 
= 8. 5Hz, 2H) , 7. 46 (s, 1 H) , 7. 47 (s, 1 H) , 7. 7 

8 (d, J=7. 9Hz, 2H) , 7. 91 (d, J=7. 9Hz, 2H) , 

7. 94 (d, J=9. 2Hz, 2H) , 8. 59 (d, J=4. 9Hz, 1 H) 
SC*#tfHI (FD-MS, m/z) : 4 5 3 (M + ) 



mmm 2 5 (##m) 

4-bKn^y7x-;b 4-yf;l/7x-;l> 7~h> 

(1. 2 8 2 g) tm^ a 0 4- b Jl* J Jl ? u <; K (4 64mg) £^on* 

(5ml) KfeffiL^ TfJBSS^h'X (h'j7x-MX7^» 
(ID ^n>J K (8mg) £A*U 8l|P«Lr:o ^J&zS£-$j£l£&fe#J 2 3 £ 
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Ltz 0 wsrfmm^wmzmm. (9 6 7m g ) h7tKo77> co. 5 

ml) \zmMZ&. 7K (4ml) t 6 N^tK^ (1 0ml) £JJP;LT 7 B#fy! 
I1t}W (FD-MS, m/z) : 212 (M + ) 



H»J 2 6 

{4- [ (6, b*i/- 4-*J jUO 7* — )l>] (4-^ 

f2kZ£-£^!k) * ? J y (3 0) 

4-?dd-6, 7-i>7h + ^yj> (8 9mg) £ ^S&fiJ 2 5 7:'&tz 4 
-tKn+«/7x-;l/ 4-/f^7i-i 7"h> (2 4 8mg) ^S^L, 

mm<D4k£i®l& 1 1 8 m g. JRsg 7 4 %Ti#*: 0 

1 H-NMR (CDC 1 _ 500 MHz) : 6 2. 45 (s, 3H), 4. 
03 (s, 3H) , 4. 06 (s, 3 H) , 6. 65 (d, J=5. 5Hz, 1 
H) , 7. 27 (d, J=8. 6Hz, 2 H) , 7. 30 (d, J=7. 9Hz, 
2H) , 7. 46 (s, 1H), 7. 49 (s, 1H) , 7. 74 (d, J = 7. 
9Hz, 2H) , 7. 91 (d, J=8. 5Hz, 2 H) , 8. 57 (d, J = 
4. 9Hz, 1H) 
11^1 (FD-MS, m/z) :3 9 9 (M + ) 

HJfctfiJ 2 7 (###!) 
(1. 2 8 2 g) <hm^D a n 03-^anK>vV^^D'; K (5 2 5mg) 
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aa*)lA (5ml) f-?gft? U rffKS© k*X ( h U 7 * — Jl*X 7 4 » /n°5 
5*»>A (ID *o>J K (8mg) £AtU 7l5lffljt«EL;fco RJSfi^0B*IStt« 

^T'&MLtz 0 msTmmm^mtzmm a. 9 1 4 g) ©f^ — s& q. 5 

6 3 g) ^m*^ fh7tKo77> (1ml) Mrgj$£i±, tK (7ml) £6 
N^MtK-^ (17ml) &anz.T8mmM%LLtz 0 Sfc^^ltmM 2 3 £ 
IlllicD^Tr^iSL. mmcDit&m^Z 1 3mg. iRs£2 2%T^^ 0 
Il^tfrl (FD-MS, m/z) : 2 3 2 (M + ) 



^ife^J 2 8 

(3-^QD7x-il/) {4- [(6, 7-^^ ht^-4-t;'J^) ^ 

->] T^EiZkl jy (3D 

4-^dd-6, 7-v^ Y*i/*J 'J > (8 9mg) <t^»J2 7T?^3 
-?no:7^;L, 4-t Ko + >>7x-i ^h> (2 7 9mg) -&jg^U 
1 8 0°C4*2 0#ra«#Lrt:o £SJfe0!I2 4 il^«<O^T«M-r* d <h{cj; *K 
SI®^*6 7mg. JR^4 0%Tl#/c o 

1 H-NMR(CDC1 3 , 500 MHz) : 54. 05 (s, 3H), 4. 
01 (s, 3H) , 6, 71 (d, J = 5. 5Hz, 1 H) , 7. 31 (d, J 
= 8. 5Hz, 2H) , 7. 51 (s, 1 H) , 7. 69 (s, 1 H) , 7. 9 
4 (d, J=8. 5Hz, 2H), 8. 12 (s, 1 H) , 7. 37 — 8. 03 
(m, 4H) 

KS##HiI (FD-MS, m/z) : 419 (M + ) 
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mmm 2 9 mnm 

rfJBSS© — h o ^ ^ > (5ml) i*\ TfJiSSOT— V-Jl (5 4 lmg) <hrfJ 
IRS© 4- t -7f;K>7V;l/^o U R (9 8 3mg) irfaflRSOX* > v?^ 
A(III) h ij 7;l/toy ^ >XJU**- h (4 9 2mg) £Jn*. N 60°C{CT2 

£8 6 2rag, iR$S6 4%^mtz 0 
SMfttirm (FD-MS, m/z) : 2 6 8 (M + ) 



HWJ 3 0 

4 - t ;U 4-bKo^'>7x-;^ Vh> 
^WJ2 9-e#?t4 - t -^7i-;b 4-y h + i/7i^ yh> 
(8 6 2mg) £N, N-i?yfM^A7 $ K (3 5ml) Jcjgft?U ± h U 
h^<>K (5 6 2mg) ^flD*.. T;I^>5?BHrF 3 B#fe1i§^ Ltz Q 

yk^m^^^iyO^-c^ML^ mEETmmmik-f Z> z <h (c J; to > Iloik^i^ 
7 9 4rag, JR^97 %Tl§/Co 

1 H-NMR (CDC 1 3 , 500 MHz) : 6 1. 36 (s, 9 H) , 
6. 92 (d, J=8. 5Hz, 2H), 7. 49 (d, J=8. 6Hz, 2 H) 
, 7. 72 (d, J=7. 9Hz, 2H) , 7. 79 (d, J=8. 5Hz, 2 
H) 

fl7>UfI (FD-MS, m/z) : 2 5 4 (M + ) 
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mmm 3 i 

(4 - t {4- [ (6, 7 - i?/ h^->-4 -*rJ 'J AO 

y^-M t?jy (3 2) 
4-^un-6, Y**/*J U > (3 4 1 m g) iH»J 3 0 T^jt 

4-t-^7x-;b 4-hFD + i/7x-;l/ (7 7 5mg) ^1 

£U 1 5 0^*1 5#fe13£#L/Co h>TS§g-r^^U77^ 
*7A?otK77^ - f c J; «9 U »ft^72mg N iR^ 1 1% 

1 H-NMR (CD C 1 3> 5 0 0MHz) : 6 1 . 38 (s, 9 H) , 4. 
04 (s, 3H) , 4. 06 (s, 3 H) , 6. 65 (d, J=5. 5Hz, 1 
H) , 7. 27 (d, J=8. 6Hz, 2H) , 7. 45 (s, 1 H) , 7. 5 
0 (s, 1 H) , 7. 52 (d, J=8. 5Hz, 2H) , 7. 78 (d, J = 
8. 6Hz, 2H), 7. 94 (d, J=8. 6Hz, 2 H) , 8. 57 (d, 
J =4. 9 Hz, 1H) 

WMfrVtm (FAB-MS, m/z) : 442 (M + +l) 



^^j3 2 mmw) 

»-Fd^> (50ml) t£ N rf?^i? n «>T-V-;b (3. 2 4 4 g) 
£Tfcl£n°<D4 -^^^JbOvM^^ a ij K (6. 5 0 0 g) cb rtTBSSO-r «y f 

^t'^A (ill) h'j7MDy^>x;^*-h (1. 86 1 g) 

6 0 °C(-T 2 4 B#R6if # L SJfrM£-$f£7k£ ? o d *;bi*Tr#i!tf£. ? n d 

4 2g) ©— £15 (1. 0 0 g) £IKtU ^^ri^>/T-fe h i> U 

Jlti^A? h^?^ - lc J; *3 fUSSl U mm<Dfc&®}Z3 0 0mg N |R^3 
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4 %T»mz 0 

1 H-NMR (CDC 1 „, 500 MHz) : 5 3. 90 (s, 3H), 6. 
98 (d, J =8. 5Hz, 2H) , 7. 40 (t, J=7. 3Hz, 1 H) , 
7. 48 (t, J=7. 3Hz, 2H), 7. 65 (d, J = 7. 3Hz, 2 H) 
, 7. 76 (d, J=8. 6Hz, 2 H) , 7. 85 (d, J = 8. 5Hz, 2 
H) , 7. 8 7 (d, J = 9. 2Hz, 2 H) 
Mfcfltfrte (FD-MS, m/z) : 2 8 8 (M + ) 



mmm 3 3 

2"^#fc4-t*7i— ;b 4-^ + '/7x-A ^ h> (2 6 7m 
g) £N, N-y7f;^;l/A7^ K (2 0ml) i:g*?U th^Aft^ 
h + S'K (162mg) T^=f>^fflMT3^^L3t 0 SJSfi^ft 

>®?7K^i natx*-^-^® u wm^^m* o . 5 N^ggm* 

! H-NMR (CDClg, 500 MHz) :<56. 91 (d, J =8. 5H 
2, 2H), 7. 43 (t, J=7. 3Hz, 1 H) , 7. 52 (dd, J=7. 
3Hz, 7. 9Hz, 2H) , 7. 70 (d, J=8. 5Hz, 2 H) . 7. 7 
5 (d, J = 7. 9Hz, 2H) 7. 77 (d, J = 7. 9Hz, 2 H) , 7. 
8 3 (d, J = 7. 9H z, 2H) 

Mfefrtffl* (FD-MS, m/z) : 2 7 4 (M + ) 
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nmm 3 a 

{4- [(6, 7-y7ht^-4-tyJ/b) t^->] 7x-^) (4-bT 
7^— AQ ^ > (3 3) 

4-/700-6, 7--^^ h^y + y'J> (65rag) iH»J 3 3 T*'&t: 4 
-If 7* -=.;!/ 4-kKo + j/7xiA ^rh> (79mg) 180 
°C*3 OftffflmttLo ^l^^o^;bA/iiif;l, (l 0/1) T 

m g . iK^ 3 7 %-et#^ 0 

1 H-NMR (CDC 1 3> 90MHz) : 5 4. 11 (s, 3H) , 4. 1 
4 (s, 3H), 6. 74 (d, J=5. 3Hz, 1 H) , 7. 30-8. 09 

(m, 15H), 8. 65 (d, J=5. 3Hz, 1 H) 

It^M (FAB-MS, m/z) : 4 6 2 (M + ) 



mmm 3 5 mnm 

rfrl£r£0- hn^> (10ml) <K mBfoSOT- V -A- (1. 0 8 1 g) 
imSS.S.©2-^T h-f A, 9 o >J K (1. 9 0 6 g) irfTBSS®^ y -r^t^ A 
(III) h »J 7;M-cM * >XA-**- H (6 2 0mg) Ztin^ 6 0°C{CT8 

^8 17mg, iR*£3 l%-cntz 0 

1 H-NMR (CDC 1 3 . 500 MHz) : 53. 89 (s, 3H), 6. 
98 (d, J=9. 2Hz, 2H), 7. 53 (t, J = 8. 6Hz, 1H) , 
7. 58 (t, J = 9. 2Hz. 1H), 7. 86-7. 93 (m, 6 H) , 8. 



WO 97/17329 PCT/JP96/03229 

6 3 



2 1 (s, 1 H) 
Il^lffl (FD-MS, m/z) : 262 (M + ) 

mmm 3 6 (#%#d 

^IW3 5T^4-> h + 5/7i-;l/ 2-t7f;l/ 7"h> C7 3 5mg) 
*N, N->M fM^A7 ^ K (2 0ml) ± h U *j L.*it * H4- 

S/K (4 9 1mg) <fcjn^. % T^n*>5?ffl^T5^ilML^:o S^g^^H 
33i ISl«©^*fefc|S o T&lf SCilcj:f9 N mm<Dlt&®}$: 5 9 5 m g N 

H-NMR (CDC 1 g, 500 MHz) : 6 6. 93 (d, J = 7. 6H 
z, 2H), 7. 61 (t, J = 7. 0Hz, 1H), 7. 67 (t, J =7. 
3Hz, 1H), 7. 74 (d, J=8. 5Hz, 2 H) , 7. 78-7. 80 

(m, 1 H) , 8 . 0 2 ~ 8 . 10 (m, 3 H) , 8 . 2 5 ( s , 1 H) 

li^ffi (FD-MS, m/z) :2 4 8 (M + ) 

{4- [(6, 7 - f Jjf_ h^->-4 -*J V)V) ^f^->] y^-jl) (2-1- 
2±JV) (3 4) 

4-^nn-6, U > (1 1 2mg) il^»J3 6-?mtz 

4-tKo + v/7x-;l. 2-^7^JU 7"h> (12 4mg) 18 

o°c<£3 o ftmmw l ^ q KJEs^^isfdRitek*:*- h u *<Mc*tt£*on 

e*Sfc»£ttrt:g|iS (2 2 7mg) (D—U (50mg) £HK*K ^nn^M/ 
(5/1) T-jg^-T £iM •> U iJ tffot a^r 7 -r -fc £ £ MM 
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u mm<D4t&m%: iimg, jr^2 3 %-?mz 0 

1 H-NMR (CDC 1 3 , 90MHz) : <5 4. 0 5 (s, 3 H) , 4. 0 
7 (s, 3H) , 6. 70 (d, J=5. 3Hz, 1H), 7. 35 (s, 1 H) 
, 7. 4 8 ~ 7 . 9 0 (m, 5 H) , 7. 9 6 ~ 8 . 05 (m, 6H), 8. 2 
9 (s, 1H), 8. 60 (d, J=5. 3Hz, 1 H) 

(FAB-MS, m/z) : 4 3 6 (M + +l) 



Hifc^J3 8 (#%W 

miss©— hay ^> domi) mi&£.©y-v-;u a. osig) 

irfJ|Rao2-7 t y>r^^oiJ K (1. 4 6 6 g) t TUBES® -Y y 7^1/ A 
(III) h'j7;^D^>x^4-h (6 2 0mg) £JjQ*.^ 6 0°CKT8 

tK SS0^^^9 6 5mg, Jfc^M 4%Tl#/c 0 

1 H-NMR (CDC 1 0 , 5 0 0MHz) : 5 3. 89 (s, 3 H) , 6. 

o 

98 (d, J=8. 5Hz, 2H), 7. 16 (d d, J=3. 7Hz, 4. 9 
Hz, 1H), 7. 64 (d, J=3. 7Hz, 1 H) , 7. 68 (d, J=4. 
9Hz, 1H), 7. 90 (d, J=8. 6Hz, 2 H) 
WmftVrm. (FD-MS, m/z) : 218 (M + ) 



4-bKn^->7x-;l/ 2 »h> 

ft*fe#l3 8-e^^4-^ h + ->7x-Jb ^h>(8 0 4mg) 

£N, N-Vjt*Jl*)\,AT i K (30ml) fc?g&?U h U C'A^y 
S/K (6 4 5mg) £2)0*.. T^^>3?H«T5^flH»«ELfco KM^tf^H 
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1 H-NMR (CDC 1 g, 500 MHz) .6 6. 84 (b r s, 1H), 
6. 93 (d, J=8. 5Hz, 2 H) , 7. 14 (dd, J=3. 7Hz, 4. 
9Hz, 1H) , 7. 64 (d, J=3. 7Hz, 1 H) , 7. 68 (d, J = 
4. 9Hz, 1H) , 7. 83 (d, J=8. 5Hz, 2 H) 
fl^ffl (FD-MS, m/z) : 2 0 4 (M + ) 

mmm 4 0 

(4- [ (6, 7 ->V h4-->-4-4^y ^-4-->] -7 )l) (2-^ 
ji— y 9 j y (36) 

4 1 -'J/ U > (1 1 2mg) £H«>J3 9 Trli/c 

4-fcKo + v/7x^b >rh> (102mg) 16 

o W4 o^m^L/co m.^^^m.mm2 a tmm^mx-mm-t^ct 

1 H-NMR (CDC 1 g , 500 MHz) : <5 4. 04 (s, 3H), 4. 
07 (s, 3H), 6. 65 (d, J=5. 5Hz, 1H) , 7. 20 (dd, 
J=3. 7Hz, 4. 9Hz, 1 H) , 7. 29 (d, J=8. 5Hz, 2 H) , 
7. 47 (s, 1H), 7. 49 (s, 1H), 7. 70 (d, J = 3. 1Hz, 
1H), 7. 75 (d, J=4. 9Hz, 1H), 8. 00 (d, J=8. 6H 
z, 2H), 8. 58 (d, J=5. 5Hz, 1 H) 
Si^I (FAB-MS, m/z) :3 9 2 (M + +l) 
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nmm 4 1 

(4-?oo7x^) {4- [ (6, 7-y7h^y-4-^;iJib) 
*>] y > (3 7) 

4-^oo-6, 7-vM h*i/*;'J> (1 1 2mg) £rfrB£S©4-^o 
D7i-;l/ 4-tF'n + ->7i-^ Vh> (3 4 9rag) 180 

°cn|32 oftmmwLtzo mtM€iM*?uu*)\,L,/m&*-?-)i> (5/d ts 

g. JRigl 2%-el#7 v Co 

1 H-NMR(CDCI 3 , 9 OMH z) : 54. 03 (s, 3H), 4. 0 
7 (s, 3H), 6. 66 (d, J=5. 3Hz, 1H) , 7. 19-7. 34 

(m, 2H) , 7. 4 4-7. 5 6 (m, 4 H) , 7. 7 1-7. 9 9 (m, 4 
H) , 8. 5 8 (d, J =5. 3H z, 1 H) 

WMftVtm (FD-MS, m/z) : 4 1 9 (M + ) 



mmm4 2 

(4 v .x— )V) {4- [(6, 7 - is- 4 -4-7 U )V) * 

±14 7*. -M t?Jy (38) 

4-?dd-6, 7-v>V h^i>+y U > (1 1 2mg) <t rfra&S.® 4 - 7 Jl 
*uy^-)l 4-tFa + ->7x-A >r h > (3 2 4mg) 17 

tc«fc«9s *B©{b^ftl* 1 1 4mg, JR^5 7%Tl#^ c 

1 H-NMR (CDC 1 3 . 500 MHz) : 54. 04 (s, 3H) , 4. 

07 (s, 3H), 6. 65 (d, J=5. 5Hz, 1 H) , 7. 18 (d, J 

= 8. 5Hz, 1H), 7. 20 (d, J=8. 5Hz, 1H) , 7. 27 (s, 

1H), 7. 28 (s, 1H), 7. 47 (d, J=8. 5Hz, 2H) , 7. 
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86 (d. J=8. 5Hz, 1 H) , 7. 88 (d, J = 8. 5Hz, 1H) , 
7. 90 (d, J = 8. 5Hz, 2H) , 8. 58 (d, J=4. 9Hz, 1 H) 
MMftVtm (FD-MS, m/z) : 4 0 3 (M + ) 



mmm 4 3 

{4- [ (6, 7 h^v-4 -fry U;U) ;frfr->] 7^— M (jy^zu 
)Vj / 9 J y (3 9) 

4-9 an- 6, l- f J* hfr>fr7 U > (9 lmg) <h TfJHSiS.© 4 - t Kn 
+ > > / <> , /7x; > (2 4 3mg) £M£U 1 8 0°C*3 OftfmWLtz* K 

fcm&m&mMm 3 1 1 nm^^mm-t^ ciia^ ^©4b£-^£- 3 8 

1 H-NMR (CDC 1 3 , 90MHz) : 54. 03 (s, 3H), 4. 0 
5 (s, 3H) , 6. 66 (d, J=5. 3Hz, 1H), 7. 31-7. 99 
(m, 1 1 H) , 8. 57 (d, J = 5. 3Hz, 1 H) 
IMffi (FD-MS, m/z) : 3 8 5 (M + ) 



HJS^J 4 4 

3, 5 - hfr-> h;bjc> 

T-fe h 'J;l/ (2 0 0ml) {CrtTSSon©^-^->y (5. 7 7 g) 
£-tK v?y^H»» (8. 4 7ml) t^K^y^A (12. 3 g) £JJ0;lT v 
2 . 5 B^lig&E L tz 0 KJKE£^£*7kK* tf\ ? d n * ;b ATr^H^ * o o 

^+t>/fttxf;l/ (5/1) -Trmm-fZ>isViiYJl>ii?^? 

1 H-NMR (CDC 1 q , 5 0 0MHz) : 5 2. 30 (s, 3H) , 
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3. 76 (s, 6H) , 6. 30 (s, 1 H) , 6. 37 (s, 2 H) 



IHWJ4 5 (##W 

mfcr t Fd77> (10ml) 1:^14 4tllfc3, 5 - v^ h + -> 
h;Ui> (1. 0 0 g) £i§8?U S*3?ffl$RT-4 5°C4 3 miS5 3 n© 2. 5M© 
n-:/*;l/U^A-^*1f>*« (2. 9 0ml) ^Mfct, 3 07>fW 
Ltzo M.^ rfJISi?p04-y h + -X>y/fj^DiJ K (1. 2 3 g) £^h5 
tKo77> (10ml) KigflPU -4 5tWo < £j&n;L*: 0 1 B#p H ^z& 

(5/1) -eM^Sv'U^^I/^^A^ov -T^SJ^-^C 
ifc<fc *? > ilO{b^3 8 4mg N J0^2O%-Cl#7t o 

1 H-NMR (CDC 1 „. 500 MHz) : 52. 40 (s, 3H), 3. 
69 (s, 6H), 3. 85 (s, 3 H) , 6. 43 (s, 2H), 6. 89 
(d, J=9. 2Hz, 2H) , 7. 82 (d, J=9. 2Hz, 2 H) 



Mtfeffl 4 6 (#%W 

2, 6-^bKa^^-4-^f;b7x^ 4-bFo^^7x_;[/ >r h 

&7K*£{fc;< U > (10ml) tcH^J 4 5 Tr^^i 2 , 6-^y h^v-4- 
y bfs? ^ — Jls >T h > (3 2 1 mg) ^g|?U 

^miSS© h U^a^^^> (349ml) £*$>o < i9flnX-7rgU Mfi^TT— Bfc 
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1 H-NMR (CDC 1 3 , 500 MHz) : <5 2. 16 (s, 3H) , 6. 
16 (s, 2H) , 6. 79 (d, J=8. 6Hz, 2 H) , 7. 56 (d, J 
= 8. 5Hz, 2H) 



nmm 4 7 

(2, 6-ybKa^y-4-^f^7x-;b) {4- [(6, 7-vVh4- 
v-4 -^y i; ^^>>] y^y> (42) 

4-^ no- 6, h4->+;'J> (6 1mg) tm&&\ 4 6 2, 

(lOOmg) U>^>J o-;U>>y ^jl-t^u (0. 5ml) {c^ft? 

£*k i 7 o°c^2 oftmmftttzo ^mm^^mmmmTkmi- h >; -72**^ 

//?J-Jl (10 0/1) «t5y'J^W7A?D7 -ic 
ct£*»gS!U i«Z>f t£-^£ 3 2 m g ^ JR^2 7 %-?l#/c 0 

H — NMR (DMSO, 5 0 0MHz) : 
5 2. 1 8 (s, 3H) , 3. 9 0 (s, 3 H) , 3. 9 5 (s, 3 H) , 6. 
20 (s, 2H) 6. 68 (d, J=4. 9Hz, 1 H) , 

7. 32 (d, J=9. 2Hz, 2 H) , 7. 42 (s, 1 H) , 7. 43 (s, 
1H), 7. 82 (d, J = 8. 6Hz, 2 H) , 

8. 5 4 (d, J =5. 5Hz, 1 H) 

W&frtirm (FD-MS, m/z) : 4 3 2 (M + +l) 
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6, 7--^y F4'>-4- (4 ho7x;^y) ±J_±k. 
4-^na-6, 7 - vM h * ! s*J U > ( 1 . 8 4g) irpiD a D 0 4--h 
o^^y-;b (3. 4 2g) Mt\ 1 7 0^KT5 0#Pfl!Kfl*Lfco M*T 

1 H-NMR (CDC 1 3 , 500 MHz) : <5 4. 01 (s, 3 H) , 
4. 06 (s, 3H) , 6. 69 (d, J=4. 9Hz, 1 H) , 7. 27 Cd, 
J=9. 1Hz, 2H), 7. 37 (s, 1 H) , 7. 47 (s, 1 H) , 8. 
32 (d, J=9. 1Hz, 2H) , 8. 62 (d, J=4. 9Hz, 1 H) 

WMftVrM ( F D — M S , m/z) : 32 6 (M + ) 



n»j4 9 mnm 

6, 7-v?y h^->-4- (4-7;77xy^-» ^yp> 
6, 7-^h + ->-4- (4--hn7i^y) +;>J> (1, 0 0 g) 
N--^yf;I/t>M7; Y/H&&x-*>\' (3 0ml /15ml) fC^U 
1 O^TKBfcfb'^v^A-ifcSJ (6 9mg) £7jp;i. 7K3R3?S»TMfiCTl 7 

fc»fc&KBIR* h »J SA-el&KLfco «EETigJflEe£U SSOft^l^ 7 9 9 
mg. iK^8 8%Ti#*: 0 

1 H-NMR (CDgOD, 500 MHz) : 54. 00 (s, 3 H) , 
4. 00 (s, 3H) , 6. 47 (d, J=5. 5Hz, 1 H) , 6. 82 (d, 
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J=8. 6Hz, 2H) , 6. 96 (d, J=9. 2Hz, 2H) , 7. 32 
(s, 1H), 7. 62 (s, 1H), 8. 36 (d, J=5. 5Hz, 1 H) 
MMfrVrm (FD-MS, m/z) : 2 9 6 (M + ) 



mmm 5 0 

N- {4 - [ (6, 7 h^i>-4-*7 'J — ;!/) - 

3 - b° U 1 K (61) 

6, 7-vM h*v-4- (4-7; 7 7 x y + -» +7'J> (57mg) £ 
migao^-zi^^K (3 7mg) £N, N-^yf;^;bA7; K (2m 1) \z 
i%MLtz'&^ 1 3 - (3* -^W;^nt%) *^.fv>V ^ 

K4S»J£ (7 9mg) £Jp;L. ISi:t5WjfL/: 0 SiL^^J^TKig^®! 

1 H-NMR (CDC 1 3 , 500 MHz) : 54. 05 (s, 3H), 4. 
06 (s, 3H) , 6. 49 (d, J=4. 9Hz, 1 H) , 7. 22 (d, J 
= 8. 6Hz, 2H), 7. 42 (s, 1 H) , 7. 47 (dd, J=4. 9, 
7. 9Hz, 1H), 7. 56 (s, 1 H) , 7. 77 (d, J=9. 2Hz, 
1H), 8. 26 (d, J = 8. 5Hz, 2H) , 8. 49 (d, J = 4. 9H 
z, 1H), 8. 79 (d, J=3. 7Hz, 1 H) , 9. 13 (s, 1 H) 
®fi##rffi (FD-MS, m/z) : 401 (M + ) 
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mmrn 5 1 

N — {4- [(6, 7-yn^y-4-^; i J-^)tty] 7 3.— )V] - 
(3, 4- ! J* V * i/ 7 — K (6 2) 
6, h4-->-4- (4-7;;7 i ;4-» (5 6mg) <fc 

OTp a a0 3, 4-^n*^Ifi (6 0mg) £N, N-yyfMw^7 
^ K (2ml) izmmi, 1-3-3-JI-3- (3' - V M *JlT I J 7° n t°;l/) 
^ K£»tg (8 lmg) ^D^. ^fi{CT2 2 B#l8!a£# L fc 0 

(1 0/1) -?Jg^-r£^U#y^#5A?o-7 h^^^^f - <k <9 *lf $5* U m 
jg©fl:£H&H£7mg N iR^8%-el#/c 0 

1 H-NMR (CDC 1 3> 5 0 0MHz) : 6 3. 8 7 (s, 3 H) , 3. 
87 (s, 3H), 4. 06 (s, 3H), 4. 07 (s, 3 H) , 6. 48 
(d, J=5. 5Hz, 1H) , 6. 63 (d, J=8. 5Hz, 2H) , 7. 
18 (d, J = 9. 2Hz, 2H), 7. 34 (m, 2H), 7. 43 (s, 1 
H) , 7. 55 (s, 1H), 7. 57 (s, 1 H) , 7. 76 (d, J=8. 
6Hz, 2H), 8. 48 (d, J=5. 5Hz, 1 H) 
m ( F D - M S , m/z) : 4 6 0 (M + ) 



mmm 5 2 

N — {4- [ (6, 7-vV h^->-4-^7 U-^U) 7^-;!/} - 

v^_E^±^^ikji±jLi !: (63) 

6, h*->-4 - (4-7$;7x;*'» U> (5 2 m g) £ 

rUURa©i/^n^4-^>*^^>il (4 6mg) *N, N - J* *^U*;l/AT S 
K (2ml) fcigJBU l-i*;l—3- (3' -^WU^d^) # 
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Vmmm (8 4mg) &1mz., Ifii:t22W5$L^ l»j 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 1. 30 (m, 2H) , 1. 
5 6 (m, 2H) , 1. 7 3 (m, 2H) , 1. 8 5 (m, 2H) , 1. 9 7 
(m, 2H), 2. 26 (m, 1H), 4. 05 (s, 3H), 4. 05 ( s , 
3H) , 6. 43 (d, J=5. 5Hz, 1H) , 7. 14 (d, J = 8. 5H 
z, 2H) , 7. 36 (s, 1H), 7. 42 (s, 1 H) , 7. 55 (s, 1 
H) , 7. 63 (d, J=8. 5Hz, 2 H) , 8. 47 (d, J=5. 5Hz, 
1H) 

nmftVrm (ED-MS, m/z) : 4 0 6 (M + ) 
H»J 5 3 

N- {4- [ (6, 7-v^y h^'>-4-^y If 7x- ;U} - 
2-7^>Jj)]/7j<3r J V-i K (6 4) 

6, h + ^-4 - (4-7U7x; + y) ^7'J> (55m g) £ 

rfJS£i£©2 -77 (3 2mg) £N, N-y^f;l/^;bA7i K 

(2ml) CiTgfgU l-Ji^JU-3- (3* -^>f^7;/^Dt°;l/) 

^ K*g®?^ (9 lmg) ^JQ^ N ^zg{CT2 2B^r H m^L^m> H»J5 
1 <tl^ti©|£{tK£oT*ifg!U ^M©fk^^3 5mg N i|J^4 8 %Tl§/c 0 

1 H-NMR (CDC 1 3 , 500 MHz) .6 4. 04 (s, 3 H) , 
4. 05 (s, 3H), 6. 49 (d, J=4. 9Hz, 1 H) , 6. 57 (d 
d. J = l. 8, 8. 7Hz, 1H). 7. 20 (d, J=8. 6Hz, 2 H) , 
7. 28 (d, J=7. 9Hz, 1H), 7. 42 (s, 1H), 7. 51 (s, 
1H), 7. 56 (s, 1H), 7. 77 (d, J=9. 2Hz, 2H), 8. 
35 (s, 1H) , 8. 49 (d, J=5. 5Hz, 1 H) 
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KS^tfrffl (FD-MS, m/z) : 3 9 0 (M + ) 
5 4 

N- {4- [(6, 7-97 ^■>-4-t/ l J-;b) t^->] y^—jl} - 
3 7^ >JiJ}stf±V i K (6 5) 

6, 7-yn*y-4 - (4-7^77x7^/) +;>J> (54m g) £ 
rt?BRS©3 -^7x (4 4mg) £N, K-y/f ;l/twi,A7; 

K (2ml) KjgJS?U l-if;b-3- (3' ^7;y^nt» 77 

i K4M*I (8 2mg) *fln;U lH^'Ht^Lr^ H»J 

5 1 £|5|^OglfF{l«koT^U mmolt&tiuZ 4 lmg. i&^5 5%« 0 

1 H-NMR(CDC1 3> 500 MHz) : 54. 02 (s, 3H), 4. 

04 (s, 3H) , 6. 46 (d, J=5. 5Hz, 1H) , 7. 17 (d, J 
= 8. 6Hz, 2H) , 7. 38 (m, 1 H) , 7. 55 (d, J=l. 2Hz, 
1H) , 7. 56 (s, 1H), 7. 73 (d, J = 8. 6Hz, 2 H) , 8. 

05 (dd, J=l. 2, 3. 1Hz, 1 H) , 8. 37 (s, 1 H) , 8. 4 
7 (d, J =5. 5Hz, 1 H) 

fSMftftm. (FD-MS, m/z) : 4 0 6 (M + ) 

H»J 5 5 

N — {4- [ (6, 1-*J* Y**/-4-*J 'J-^) 7 3u — M - 

(4 ho7 x— )V) ii fo-fttt \ K (6 6) 
6, 7-v7h + y-4- (4-7^7x7+y) +7'J> (110m g) 

(4ml) fczg#¥U l-^;U-3- (3* -^W?;^a^) 

^ K^KiS (1 7 6mg) SrflO;L> MKT 2 2B#M«8 i Lrt:SU Hife^iJ 
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5 o t wmomtiz. £ *> -rat m u mm<oite&a* i 2 6 m g > jct 7 7 

1 H-NMR (DMSO-dg, 500MHz) :<53. 94 (s, 3H), 
3. 95 (s, 3H) , 6. 49 (d, J=5. 5Hz, 1 H) , 7. 29 (d, 
J = 9. 2Hz, 2H), 7. 39 (s, 1 H) , 7. 52 (s, 1 H) , 7. 
93 (d, J=9. 2Hz, 2H), 8. 21 (d, J = 8. 6Hz, 2 H) , 
8. 39 (d, J=9. 2Hz, 2H), 8. 48 (d, J=5. 5Hz, 1 H) 
, 1 0. 7 (s, 1 H) 
SMfttirm (FD-MS, m/z) : 44 5 (M + ) 

mmm 5 6 

N- {4- [ (6, 1 -"J/ h±i^z U— )V) ±±i^l 7 *.—M - 

(N, N-^W;/7x-;i/) ft JlstfJf-V 5. K (6 7) 
6, 7 -vM h^i/-4- (4-7;;7x; + -» +>'J> (5 lmg) £ 
tU§Sun04 -vM ^ (44mg) *N, N-^^*;UA7 

5 K (2ml) l:i7gft?U 1 3 - (3' - >M ^;UT ^ V 7°a t°;l/) 

*-rt/#5?>f ' Kj&^ig (8 3mg) £Jn*.. ^2&{CT1 6 Bf R38f# L fcgU HS£ 

H — NMR (CDClg, 5 0 0MHz) :63. 0 6 (s, 6 H) , 
4. 05 (s, 3H), 4. 06 (s, 3H) , 6. 48 (d, J=4. 9Hz, 

1H) , 6. 71 (d, J = 8. 6Hz, 2 H) , 7. 17 (d, J = 8. 5H 

z, 2H) , 7. 44 (s, 1H), 7. 57 (s, 1 H) , 7. 74 (d, J 

= 8. 5Hz, 2H), 7. 81 (d, J=9. 2Hz, 2 H) , 7. 94 (s, 
1H) , 8. 49 (d, J = 5. 5Hz, 1 H) 
Si^fitt (FD-MS, m/z) : 4 4 3 (M + ) 
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nmm 5 1 

N- {4- [(6, 7-;n^y-4-ty | J-^) t^y] 7^-Jl>} - 

(4 =1 Tjfef2kZ ^— ^Mf±j!J K (6 8) 
6, 7-v> h^>-4- (4-T$y^y4^) +;'J> (54mg) £ 
rfiffcgh<D4-T-te^Jl3cMMWl C4 6mg) £N, N-y7f;^;l/A7i K 
(2ml) tci&JBU (3' -y7f^7;y^ob^) 

*KvM S K*g»4g (8 7mg) £flD*.> SSfwT 2 2 B#H!iJI# L fctfc. HWJ 
5 0 <h^©Slfp{C e fcoTffi$5!L. mm<D4k&®l%: 4 3m g. JR^5 3%T^ £ 

1 H-NMR (DMS O- d g , 5 0 0MHz) : 52. 66 (s, 3 H) , 
3. 94 (s, 3H), 3. 95 (s, 3 H) , 6. 48 (d, 3=4. 9Hz, 
1H), 7. 28 (d, J = 9. 2Hz, 2H). 7. 39 (s, 1H), 7. 
52 (s, 1H) , 7. 94 (d, J=9. 2Hz, 2H) , 8. 10 (m, 4 
H) , 8. 48 (d, J=5. 5Hz, 1H), 10. 6 (s, 1 H) 
nmfttifm (FD-MS, m/z) : 442 (M + ) 



HlfcPJ 5 8 

N — {4- [ (6, 1-*J* h4y-4-^'J-^) 7^— ;l} - 

{4-zf^)Vy ii±#±±l K (6 9) 

6, 7-y7t> + y-4- (4-7;;7x7 + y) (54m g) <b 

mi5o a D©4 (5 4mg) £N, N-vVf^^T; K (2 
ml) fcjgfBU 1 -x.=f-)\,- 3 - (3' -i^/f ^7? J ~fu £710 #;Utff^ 
>f $ Krg&lg (8 5mg) £fln;U lfii:T2 2SfrWL/:^ MWJ5 1 £ 
^«©Sffr::<fcoT*IIS!U mm<Dtt.&b& 6 5 m g „ JK*7 8%^?»fc 0 

1 H-NMR (CDC 1 3 , 500 MHz) : <5 0. 95 (t, J=7. 3H 
z , 3 H) , 1 . 3 8 (m, 2H) , 1 . 6 4 (m, 2H) , 2 . 6 9 ( t , J 
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= 8. 0Hz, 2H), 4. 05 (s, 3 H) , 4. 06 (s, 3 H) , 6. 4 
8 (d, J=5. 5Hz, 1H), 7. 19 (d, J=9. 2Hz, 2 H) , 7. 
30 (d, J = 8. 6Hz, 2H), 7. 42 (s. 1 H) , 7. 57 (s, 1 
H) , 7. 75 (d, J=8. 6Hz, 2 H) , 7. 82 (d, J=8. 6Hz, 
2H), 8. 0 3 (s, 1H) , 8. 4 9 (d, J =5. 5Hz, 1 H) 
SiMi (FD-MS, m/z) : 4 5 6 (M + ) 



H*fe#iJ 5 9 

N- {4- [ (6, 1-V/ h*i/-4-*y ±±±1 - 

C4 -T $ J 7 jl— )V) JjjltfJr-y- j j£ (7 0) 
{4- [(6, 7-i?y h + y-4-+;>J-;b) t+>>] 7x^;H (4- 

^7^^>+f-^ K(10 0mg) £N, N-v>7mM7^ 
Y /Hm*-* )V (9m 1/5 ml) tc*|?U (69m 

£8 5mg. jK^9 1%T?^7^o 

H — NMR (DMSO-dg, 500 MHz) : 5 3. 94 (s, 3H), 
3. 95 (s, 3H) , 5. 75 (brs, 2 H) , 6. 46 (d, J=4. 9 
Hz, 1H), 6. 61 (d, J=8. 6Hz, 2H), 7. 22 (d, J=9. 
2 Hz, 2H) , 7. 3 9 (s, 1 H) , 7. 5 2 (s, 1 H) , 7. 7 3 (d, 
J = 8. 5Hz, 2H), 7. 89 (d, J=9. 2Hz, 2 H) , 8. 46 

(d, J=5. 5Hz, 1H), 9. 90 (s, 1 H) 

Kfi##Hfi (FD-MS, m/z) : 415 (M + ) 
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msm 6 o 

N- {4- [ (6. 7--^h^y-4-^;'J-^) *±Sd 7 *—Jl} - 

6, 7-v>V h4-*>-4- (4-7^7i;*'» 4-7 U > (53m g) t 
TUIga©^ V — =r^>®? (4 5mg) £N, N-y7f;^^A7; K (2ml) 

Jc*Stf?U l-xfji/-3- (3' - ! J**foTl J 7*u b°;b) F 
(9 8mg) &JdjU I£CT6 2i^P B »L/:t> H*fe0>J5 1 <hll|«© 

! H-NMR (DMSO-dg, 500MHz) : 5 3. 9 4 (s, 3H) , 
3. 96 (s, 3H) , 6. 48 (d, J = 5. 5Hz, 1 H) , 7. 29 (d, 
J=9. 2Hz, 2H) , 7. 39 (s, 1 H) , 7. 52 (s, 1 H) , 7. 
88 (d, J=4. 3Hz, 2H) , 7. 92 (d, J=8. 5Hz, 2 H) , 
8. 48 (d, J=4. 9Hz, 1 H) , 8. 80 (d, J=4. 3Hz, 2 H) 
, 10. 6 (s, 1 H) 

(FD-MS, m/z) : 401 (M + ) 



HJfe^J6 1 

N- {4- [(6, 7-i?n ; lr^-4-^ l J^)^ < >] 7 - 
2-^*7 x>77^*'4-1t-; K (7 2) 

6, 7 -vM b4-^-4- (4-7;77x; + y) 4-7 U > (50mg) <t 
rf3|gS©2 -**7 x >#;U**>^ (4 6mg) £N. N - y 7 f- Jl*JlAT i 
K (2ml) CjgiU 1 -jl^jV- 3 - (3' -^f;b75;^n^) 77 
Jl/sKSM 5 K^SfcE (9 9mg) £Jn;U T 6 2B#HHi#L;fcSU HJSfll 

5 1 tmm&nftizz^'cmML^ mM<D<t&fo&3 7m g > urns 

1 H-NMR(CDC1 Q , 500 MHz) : 5 4. 02 (s, 3H), 
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4. 04 (s, 3H) , 6. 46 (d, J=5. 5Hz, 1 H) , 7. 11 (m. 
1H), 7. 17 (d, J=8. 6Hz, 2H) , 7. 40 (s, 1 H) , 
7. 55 (m, 1H) , 7. 56 (s, 1 H) , 7. 73 (d, J=8. 5Hz, 
2H) , 7. 7 3 (m, 1 H) , 8. 38 (s, 1H), 8. 4 8 (d, J = 
4. 9Hz, 1H) 
nmfttitm (FD-MS, m/z) : 4 0 6 (M + ) 



N- {4- [(6, 7-^n^->-4-4; i J-^) t4->] 7 ^-M - 
4 -fc*7^ — jVtDV^^-l K (73) 

6, 7-i>V h*v/-4- (4-7^7x7 + y) 'J > (52mg) £ 
h Vjl^-^tI y/mt/f-Uy (3 ml /2ml) KmffiL, rOTn D n © ¥7 x 
-A^JU* >Sg?n V K (8 0mg) £flD;U IgCT 2 5 ^fl^ L /c 0 Rj£ 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 6 3. 9 5 (s, 3 H) , 
3. 95 (s, 3H), 6. 48 (d, J=5. 5Hz, 1 H) , 7. 28 (d, 
J=9. 2Hz, 2H) , 7. 40 (s, 1 H) , 7. 43 (t, J = 7. 3H 
z, 1H), 7. 50-7. 53 (m, 3 H) , 7. 77 (d, J=7. 3Hz, 
2H), 7. 85 (d, J=8. 6Hz, 2 H) , 7. 96 (m, 2H) , 
8. 08 (d, J = 8. 5Hz, 2 H) , 8. 48 (d, J=4. 9Hz, 1 H) 
. 1 0. 4 (s, 1 H) 
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KMftVr fit C F D - M S . m/z) : 4 7 6 (M + ) 

mmm 6 3 

N- {A - [(6, h*->-4-^y U-AQ j^frvj ^^-M - 

6, 7-vV h + ->-4- (4-7;y7x7 + -» *y <J > (52mg) £ 
Mi^^UT ^ >/ifrft^l^> (3ml/2ml) dAft U TUBES© 4 
h + v^J&Slt* d U K (0. 0 7ml) £]!}D>U ^Sl~T3 0 H$Hffll£# L 

2i|Hl«l©timc«koTmSS{L. »{t^34mg, iR^41% 

1 H-NMR (CDC 1 3 , 500 MHz) .6 0. 99 (t, J =7. 3H 
z , 3 H) , 1 . 5 2 (m, 2H) , 1 . 8 0 (m, 2 H) , 4 . 0 3 (m, 2 
H) , 4. 04 (s, 3H) , 4. 05 (s, 3H), 6. 47 (d, 3=4. 
9Hz, 1H), 6. 95 (d, J=9. 2Hz, 2 H) , 7. 18 (d, J = 
9. 2Hz, 2H) , 7. 46 (s, 1 H) , 7. 57 (s, 1H) , 7. 74 
(d, J=9. 2Hz, 2H) , 7. 86 (d, J=9. 2Hz, 2 H) , 8. 
10 (s, 1H) , 8. 49 (d, J=4. 9Hz, 1 H) 
M*##Hfi (FD-MS, m/z) : 4 7 2 (M + ) 



fUfcPJ 6 4 

N- {4 - [ (6, 7- : J* Y*i/-4-*J 'J -AO £jri/] - 
(4-7o^7x^l/) K (7 5) 

6, 7-^^ + i/-4 - (4-7U7x^i/)+; i JX52rag) £ 
rPKn° n ©4 -^a^ ( m#K (7 8mg) £N, N-^fWA7 5 K (2 
ml) tefcflBU l-xf^-3- (3* 3^1/7 5 V^nfc^U) j^Mfs* 
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4 5 KMKS CI 0 2m g) £fln;U 7 B&HfflEf? L fctfc, HSS0J5 1 

iEiaiOJIW^IcioTfllttU mm<D4t&&S*4 3m g> IR^5 2%-^mz 0 

1 H-NMR (CDC 1 3 , 500 MHz) : 5 4. 07 (s, 3H), 4. 
07 (s, 3H) , 6. 53 (d, J=5. 5Hz, 1 H) , 7. 22 (d, J 
= 9. 2Hz, 2H), 7. 37 (s, 1 H) , 7. 50 (s, 1 H) , 7. 6 
2 (s, 1H) , 7. 65 (d, J=8. 6Hz, 2 H) , 7. 84 (d, J = 
8. 6Hz, 2H), 7. 86 (d. J=8. 6Hz, 2 H) , 8. 41 (d, 
J = 5. 5 H z, 1 H) 

(FD-MS, m/z) : 4 78 (M + ) , 4 8 0 (M + +2) 

mm 6 5 

N- {4- [(6, 7-^^^-4-^'J-;l/) - 
(4 h^'>^;l/^'— ;U) ^k£±^li !f (7 6) 
6, l- f J* h^i/-4- (4-7;y7x7^y) *7 U > (100m g) 
tWne^yyf^I/rU?^;^ (130mg) £N, N-y^fWA7 
^ K (4ml) Iw&JIPU l-^^^U-3- (3' - f ^7 ; 7 h°;b) 
^ KttfflKII (2 2 7mg) £Jn;i. 8B#P^^L^^ H 

*fe^j5 1 tmm<Dmmc^^xmmt, ^i©{t^9 9mg, ^6 4%t 

1 H-NMR (CDC 1 3 , 500MHz) : 53. 98 (s, 3H) , 4. 
06 (s, 3H) , 4. 06 (s, 3H) , 6. 49 (d, J=4. 9Hz, 1 
H) , 7. 22 (d, J=9. 2Hz, 2H) , 7. 43 (s, 1 H) , 
7. 56 (s, 1H), 7. 76 (d, J=9. 2Hz, 2H), 7. 97 (d, 
J = 8. 6Hz, 2H) , 8. 18 (d, J=8. 6Hz, 2H), 8. 49 
Cd, J = 5. 5Hz, 1H) 
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mmftVtm (FD-MS, m/z) : 4 5 8 (M + ) 

mmm 6 6 

N- {4- [(6, 7-y^F4->-4-ty | J-^) tty] - 
2-WJyi])V#*V-x K (7 7) 

6, h + ->-4- (4-7;y7i; + -» +/'J> (5 Omg) i 

rURS©t?3 »J >K (42mg) £N, N-yyfiW^A7; K (2ml) \z 
1 3 - (3' - 97 f ;b7 ; 7 7* □ b°;b) 77;^'y'-f i KI 

mm. (1 2 3mg) £Jn>U Slfctl 9 BSrBBKtf L fcSU ^«J5 1 i|H]«© 
Hflr*: J: o U II©(t^3 8mg, JR4S 5 6 «-e»fc 0 

1 H-NMR (CDC 1 „, 500 MHz) : 54. 06 (s, 3H) , 4. 
06 (s, 3H) , 6. 49 (d, J=5. 5Hz, 1 H) , 7. 23 (d, J 
= 8. 6Hz, 2H), 7. 43 (s, 1H) , 7. 51 (m, 1 H) , 7. 5 
8 (s, 1H), 7. 89 (d, J = 9. 2Hz, 2 H) , 7. 94 (m, 1 H) 
, 8. 33 (d, J=8. 0Hz, 1 H) , 8. 50 (d, J=5. 5Hz, 1 
H) , 8. 64 (dd, J = l. 8, 4. 9Hz, 1 H) 

Si^t (FD-MS, m/z) :40 1 (M + ) 



mmm 6 7 

N- {4- [ (6, l-'J/ h^'>-4-^'J^l/) ±±±1 7x-M - 

{4- [(6, 7-^7h + y-4-+7 l J-^) t+y] 7x;i] - (4 
h + y*;l/^;l/7i- JU) K*y*y-Jl/ (3ml) 

U 3 3 %7m<k*J l> * ( 1 . 5ml) ^fi-e 2 NrlQiK^ L fc 
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1 H-NMR (DMS 0- d 6 , 5 0 0MHz) : 8 3. 9 3 (s, 3 H) , 
3. 94 (s, 3H), 6. 47 (d, J=5. 5Hz, 1 H) , 7. 28 (d, 
J=9. 2Hz, 2H) , 7. 39 (s, 1 H) , 7. 51 (s, 1 H) , 7. 
92 (d, J=9. 2Hz, 2H), 8. 07 (m, 4 H) , 8. 47 (d, J 
= 5. 5Hz, 1 H) , 10. 5 (s, 1H) 
5f Jt^tFrffi (FD-MS, m/z) : 44 4 (M + ) 



H5£#J 6 8 

N- {4- [ (6, 7-v>V h*is-4-*; U 7x-;V} - 
->^o^>^>^;l/^»; K (7 9) 

6, h*->-4- (4-7^7xy + i/) +y »J> (53m g) t 

TfJBSSOv^ o^>^ yii)l>ji>m (66mg) £N, N-y>mJbA7i 
K(2ml) KzgjgU l-JLf-jl-3- (3' - ^ f-;UT ^ J ~fu t°;U) # 
Jl#V>( $ K&IftiB (1 1 Omg) IfiCTl 7^1ii^L/c^ N HJg 

M5 1 il^fil©aifp^«koT||lS!U *»D<ffc;£«J*3 5mg, ^5 O^Tfi 

1 H-NMR (CDC 1 3 , 5 0 OMH z) : 51. 6 4 (m, 2H) , 
1. 8 1 (m, 2H), 1. 9 1 (m, 4 H) , 2. 7 5 (m, 1H), 
4. 04 (s, 3H), 4. 04 (s, 3H) , 6. 44 (d, J=4. 9Hz, 
1H), 7. 13 (d, J=9. 2Hz, 2 H) , 7. 45 (s, 1 H) , 7. 
55 (m, 1H) , 7. 65 (d, J=8. 6Hz, 2H), 8. 47 (d, J 
= 5. 5Hz, 1 H) , 

®S#tFHfi (FD-MS, m/z) : 3 9 2 (M + ) 
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mmm 6 9 

N- {4- [ (6, 7-y7 4-4- J U -=.;IQ tT^vQ 7^— M - 

T^>^ K (8 1) 

6, 7-y^ + ->-4- (4-7i ;7xMi/) 'J> (51mg) t 
xftW.FuV>T ¥ y 9 >ii)ltfyW. (HOmg) *N, N--^^f;^^7; 
K (2ml) izmmU 1 -jl^-jI- 3 - (3' -^W;;ynlf;W *7 
S KifiKtfi (1 0 7mg) MzSiCTl 5 NNBHU* L fcfik 

ms i tmrncommzx^rmwiL^ m.m<Dit^m^i 3mg, jk^i i%nn 

1 H-NMR(CDC1 3 , 50 OMH z) : 6 1 . 8 2 (m, 6 H) , 
2. 0 0 (m, 6H) , 2. 1 3 (m, 3H) , 4. 05 (s, 3H) , 
4. 05 (s, 3H), 6. 44 (d, J=4. 9Hz, 1 H) , 7. 15 (d, 
J = 9. 2Hz, 2H), 7. 42 (s, 1 H) , 7. 55 (m, 1 H) , 7. 
64 (d, J=9. 2Hz, 2H) , 8. 46 (d, J = 4. 9Hz, 1 H) , 

K»#tfHl (FD-MS, m/z) : 4 58 (M + ) 



H»>J 7 0 

N — {4- [ (6, h^r->-4-^y U-;l) *±±1 y^-M - 

(4-T-te ^^7x^b) ^JMl±±i If ^8 0) 

6, 7-^t> + ->-4- (4-7;;7x;+y) +y 'J> (1 1 Omg) 
<tmi£S©4-T-tr h**>3c.&*» (2 0 7mg) £N, N-i?>fWU7 
i K (6ml) |-^ft?U l-^^;b-3- (3' ^7^7*0^1/) 
*;l/sKSM 5 Kig&ig (2 2 3mg) £2ra^U Ifilct 7 l$ffl*t& Ltz'&, mm 
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^ H-NMR (CDC 1 g, 500 MHz) : 8 2. 35 (s, 3H) , 4. 
06 (s, 3H), 4. 06 (s, 3 H) , 6. 49 (d, J=4. 9Hz, 1 
H) , 7. 21 (d, J=9. 2Hz, 2H), 7. 25 (d, J=9. 1Hz, 
2H), 7. 43 (s, 1H), 7. 56 (s, 1 H) , 7. 73 (d, J=9. 
2Hz, 2H), 7. 87 (s, 1 H) , 7. 93 (d, J=8. 6Hz, 2 H) 

8. 5 0 (d, J = 5. 5 H z , 1 H) , 

li^WI (FD-MS, m/z) :4 5 8 (M + ) 



mmm 1 1 

N- {4- [ (6, 7 -if* h*ris-4-*J U-;lQ ^j.-^} - 

2- (6 -7-fcr b*isj-y*Jl>) fifrtftti K (82) 

6, 7-S?y h*->-4- (4-7;;7x7 + y) (5 lmg) £ 

rfTBS D a n©6 -T-fe h*->-2-^ (1 2 lmg) <£N, N-yym 

;UAT = K (2ml) IcSgtfU 1 3 - (3* --;^W;;7o 

t°;l/) a;U»KSM ^ KigSglg (1 2 4mg) Srflnx.^ IfiCT 1 3 H#Hlil!£# L 

5 %T-^/c 0 

1 H-NMR (DMSO-dg, 500 MHz) : 6 2. 38 (s, 3H), 
4. 03 (s, 3H), 4. 05 (s, 3 H) , 6. 49 (d, J=5. 5Hz, 
1H), 7. 20 (d, J = 9. 2Hz, 2 H) , 7. 30 (dd, J=2. 4, 
9. 2 Hz, 1H) , 7. 42 (s, 1H), 7. 5 7 (m, 1 H) , 7. 6 1 
(d, J = l. 8Hz, 1H), 7. 81 (d, J=9. 2Hz, 2H), 7. 
86 (d, J=8. 6Hz, 1H), 7. 89 (d, J = 9. 2Hz, 1 H) , 
7. 94 (d, J=8. 6Hz, 1H), 8. 38 (s, 1 H) , 8. 49 (d, 
J=4. 9Hz, 1H) 
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ftVtm (FD-MS, m/z) : 5 0 8 (M + ) 



N- {4- [(6, 7-^^ Hr->-4-t;'J^) tt'>] 7*—M - 

N — {4- [(6, 7-Zfjl Y*f- : s-4-*J U-^) 7i-i) - 

(4 -T-fe h^->^^-;U) K (10 3mg) ^y-;U (4m 

1) KfgflPU 3 5%7k&{fc*7 L> ^A7k^ (2ml) £2ra*.^ 5 BSIHiJI 

1 H-NMR (DMS O- d g, 5 0 0MHz) : 53. 94 (s, 3 H) , 
3. 95 (s, 3H) , 6. 46 (d, J=4. 9Hz, 1H) , 6. 87 (d, 
J=8. 5Hz, 2H) , 7. 24 (d, J=9. 2Hz, 2 H) , 7. 39 
(s, 1H), 7. 52 (s, 1H), 7. 87 (d, J=8. 6Hz, 2H) , 
7. 90 (d, J=9. 2Hz, 2H) , 8. 47 (d, J=5. 5Hz, 1 H) 
, 1 0. 1 (s, 1 H) 

ftftm. (FD-MS, m/z) : 417 (M + +l) 



HJffe^J 7 3 

N — {4- [ (6. h^ris- 4-*J 'l_=J±) *±^\ 7 3- — M - 

N- {4- [ (6, 7->M h + v/-4-+;U-^) y^—Jl} - 

2- (6-T-fe h + <>7-7f;l/) ijJl#*-9-Z K (47mg) (4 
ml) tefgffiPU 3 5%7K^b^';^A7j<^ (2ml) *Jdx.^ 
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H — NMR (DMSO-dg, 5 0 0MHz) : 5 3. 95 (s, 3 H) , 
3. 95 (s, 3H), 6. 49 (d, J=4. 9Hz, 1H) , 7. 18 (m, 
1H), 7. 20 (s, 1H), 7. 27 (d, J=8. 6Hz, 2 H) , 
7. 39 (s, 1H), 7. 53 (s, 1 H) , 7. 80 (d, J=8. 5Hz, 
1H), 7. 92-7. 98 (m, 4H), 8. 4 7-8. 4 8 (m, 2 H) , 
10. 0 (b r s, 1H) , 10. 4 (s, 1 H) 
Kftfr#f4fi (FD-MS, m/z) : 4 6 7 (M + +l) 

fliffefll 7 4 

N- (4-y -N' - {4- [ (6, h^->-4- 

4^7 U — 7x-;b) frl^T (4 3) 

6, (4-7;;7xy + y) *7 »J > (5 3mg) 

( 0 . 2ml) &m?L, 3 0 ^raJDlftia«E L tz 0 VriH L T £ rt:*£il£-aH* U h 
^ x > "ezfc^i" £ C i IZ «fc *9 &m(D4t&m& 54mg, JR§£ 6 8 % T^/c 0 

^"H — NMR (DMSO-dg, 5 0 0MHz) : 5 3. 72 (s, 3 H) , 
3. 94 (s, 3H), 3. 95 (s, 3H), 6. 44 (d, J=4. 9Hz, 
1H) , 6. 8 7 (d, J = 8. 5 Hz, 2H), 7. 1 9 (d, J =9. 2H 
z, 2H) , 7. 37 (d, J=8. 5Hz, 2 H) , 7. 38 (s, 1 H) , 
7. 52 (s, 1H), 7. 58 (d, J=8. 5Hz, 2 H) , 8. 46 (d, 
J=5. 5Hz, 1H), 8. 50 (s, 1 H) , 8. 73 (s, 1 H) 

11^1 (FD-MS, m/z) : 4 4 5 (M + ) 
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mmmi 5 

N- (4-7^tP7x^Jl/) -N' - {4- [ (6, 1- ; J* h*is- 4- 

^yj-^) *±js] 2_LZ (4 4) 

6, 7-v>V h^i/-4- (4-7;;7x7 + y) *J U > (5 4mg) £ 

h;U^> (3ml) (cJp.^ftfLfc^ 4 - 7Wd7x^jKV •> y -T- — h 

(0. 2ml) £fln;L. 7 O^PsTO&SfttL^o ^ftLT^cMJI^at^U h 

>T W 5 C i i: J; *9 SiC^^M 3 8 m g , iK^4 %%^%tz 0 

^H-NMR (DMSO-d c , 500 MHz) : 53. 94 (s, 3 H) , 

6 

3. 95 (s, 3H) , 6. 44 (d, J=4. 9Hz, 1H) , 7. 12 (m, 
2H) , 7. 1 9 (m, 2H) , 7. 38 (s, 1H) , 7. 47 (m, 2 H) , 
7. 51 (s, 1H), 7. 59 (d, J = 9. 2Hz, 2 H) , 8. 45 (d, 
J = 5. 5Hz, 1H) , 8. 72 (s, 1 H) , 8. 79 (s, 1 H) MM 
(FD-MS, m/z) : 4 3 3 (M + ) 



m&m 7 6 

N — (4 -7'n^7^-;l) -N' - {4- [ (6, 7-vM h*->-4-^ 
y U — )V) *±iS] ^1/7 (4 5) 

6, 1 -"J/ h + ^-4- (4 - 7 ; y7x7 + y) +7 'J > (5 2mg) £ 
h;l/jc> (3ml) Ktaf&<§ft? L /cgL 4-7^0^7x^7^7^- h 
(0. 2ml)^M, 5 0 #PaTO&£2fc L fco Wft LT£ 7ti^£i*I& U h 

^ H — NMR (DMSO-dg, 5 0 0MHz) :<53. 94 (s, 3H), 
3. 95 (s, 3H) , 6. 44 (d, J = 5. 5Hz, 1 H) , 7. 19 (d, 
J=9. 2Hz, 2H) , 7. 39 (s, 1 H) , 7. 45 (m, 4H) , 7. 
51 (s, 1H) , 7. 59 (d, J=9. 2Hz, 2 H) , 8. 46 (d, J 
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= 5. 5Hz, 1H), 8. 86 (s, 1 H) , 8. 86 (s, 1 H) 
mmfttirm (FD-MS, m/z) : 4 9 3 (M + ) , 4 9 5 (M + + 2) 

mMm 7 7 

N- {4- [(6, 7-^^y-4-^y U£^lQ ^^f>] - 
N' - (4--hQ7x-;b) (46) 

6, 1 -*J* h*i/-4- (4-7;;7x7+y) +7'J> (103mg) 

&bJi^> (10ml) iztiaMMmttz^ 4--hD7x-;Kvm-h 

(3 6 6mg) *Jd^ 6 0^BBJn«Ml«ELfco LT£^*SJt£SflKU h 

5 - i {- j; {5 mmeXte,®*: 1 4 1 m g . iR^ 8 8 %T^7to 
1 H-NMR(DMSO-d 6 , 500 MHz) : 6 3. 94 (s, 3H), 
3. 95 (s, 3H), 6. 45 (d, J=5. 5Hz, 1 H) , 7. 23 (d, 
J=8. 6Hz, 2H), 7. 39 (s, 1H) , 7. 51 (s, 1 H) , 
7. 62 (d, J=9. 2Hz, 2 H) , 7. 71 (d, J=9. 2Hz, 2 H) 
, 8. 20 (d, J=9. 2Hz, 2 H) , 8. 46 (d, J=5. 5Hz, 1 
H) , 9. 08 (s, 1 H) , 9. 49 (s, 1 H) 
WmftVrm (FD-MS, m/z) : 4 6 0 (M + ) 

mmm 1 8 

N- (4 -y+Jly )V) -N / - {4- [ (6, 7- r J* b*is-4-3- 

y»j-;u) *±y] 7x-M <7l/7 (4 7) 

6, 7 -if* b*is- 4- (4-7;;7x;+i/) (50m g) £■ 

h^ji> (3ml) lzm*mMLtz'&^ 4-7*f;l/7x-M7->7^-h 
(0. 2ml) £fln;U 2 6 ^WJn^Wia L /i 0 ^^nn^^thv 
(1 0/1) X'MM-tZ >"J ^W7A^ b^7-r - 1- «fc t> U ^ 
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1 H-NMR (CDC 1 o/CDgOD, 5 0 0MHz) :<5 0. 9 3 (m, 
3H) , 1. 3 5 (m, 2 H) . 1. 5 7 (m, 2H) , 2. 5 7 (m, 2 H) , 
4. 06 (s, 3H), 4. 06 (s, 3H), 6. 49 (m, 1H) , 7. 1 
4 (m, 4H) , 7. 3 3~7. 6 2 (m, 6H) , 8. 3 9 (m, 1 H) 

mmfrVrm (FD-MS, m/z) : 471 (M + ) 



HJi^J 7 9 

N- (4-7;7 7x-^) -N' ~ {4- [ (6. 7-V* b*i/-4-* 

jv—)V) y^—jy} ryur (4 8) 

N- {4- [ (6, 7 -*J* h + v'-4- + ; i J-^) **S/] "7*^14 - 
N* - (4-— hn) 7x^U7 (lllmg) N - vM f-Jl^JlA 

K (7ml) IcigjBU 1 0%7K^b^°5 v^^A-^m (1 0 Omg) £fln 
7k*3£HaiTMKT2 2NrMttE^L^o WLfem.**^-* h*ffl^T»8L 

S£U mm<D^^6 6mg, iK^6 3%-C^fc 0 

1 H-NMR (DM S O — d g , 500MHz) : 53. 94 (s, 3H), 
3. 94 (s, 3H), 4. 74 (brs, 2 H) , 6. 43 (d, J=4. 9 
Hz, 1H), 6. 52 (d, J=8. 6Hz, 2 H) , 7. 08 (d, J = 
8. 6Hz, 2H), 7. 16 (d, J=9. 2Hz, 2 H) , 7. 38 (s, 
1H), 7. 51 (s, 1H), 7. 5 5 (d, J =9. 2 Hz, 2H), 
8. 14 (s, 1H), 8. 45 (d. J=4. 9Hz, 1 H) , 8. 61 (s, 
1H) 

«*#fffffi (FD-MS, m/z) : 4 3 0 (M + ) 
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mmms o 

4;'J-^) ^-^->] 7 ^— ;t-} frl^T (4 9) 

6, 7-vV h^>-4- (4-7;;7x7 + -» * J 'J > (51mg) £ 
b;loi> (3ml) fl^?§^L^^ 4 - 7-tr ^^;l/-T V - h 

(2 1 Omg) ^2jn;L. 2 0 ^MsitM L tz c u a*;UA/y-t? h > 

m(Dit&®}%: 50mg, 6 4 %T''Mtz 0 

1 H-NMR (CDC1 3 /CD 3 OD, 500 MHz) : 6 2. 59 (s, 
3H) , 4. 07 (s, 3H), 4. 07 (s, 3 H) , 6. 50 (d, J = 5. 
5Hz, 1H) , 7. 17 (d, J = 8. 5Hz, 2H) , 7. 36 (s, 1 H) 
, 7. 5 8 (s, 1H), 7. 58 (d, J = 8. 5Hz, 2 H) , 7. 60 
(d, J=8. 5Hz, 2H) , 7. 94 (d, J=8. 5Hz, 2 H) , 8. 
4 0 (d, J =5. 5H z, 1 H) 
Kfi^tfrfil (FD-MS, m/z) : 4 5 7 (M + ) 



^Sfe#J 8 1 

N- {4- [ (6, T^zSL* ^'>-4-^;'J-^) *±jS] 7x.—M - 
N' - (4 --7x.J *is7 * — ;b) »l/7 (5 0) 

6, 7-^^ b^->-4 - (4-7;;7x;+y) +;'J> (53m g) 
h;L,ji> (3ml) {CjdD^^^ L fcSL 4-7x7+->7xzMvy7?- h 
(0. 2ml) £3J0;L. 3 0 ftmmm&M L fz 0 SS^^DDtW7-b^ 
(1 0/1) •nMM-tiiyV 7)TO7A^D7h^77^ -^<fc^>fi£!!U S 

^ H-NMR (CDC1 n/CDnOD, 5 0 0MHz) : 54. 46 (s. 



WO 97/17329 PCT/JP96/03229 

9 2 

3H) , 4. 46 (s, 3H), 6. 51 (m, 1H) , 6. 98-7. 62 
(m, 1 5H) , 8. 4 0 (m, 1 H) 
n&ftVrm (FD-MS, m/z) : 5 0 7 (M + ) 

mm 8 2 

N- (4-^V^nb°^7x^) -N' - {4- [ (6, 7 - f J * h^->- 

4-*yu-;u) frur (5 1) 

6, h + v-4- ( 4 — T 5 7 7 x y 4 •» +7 'J > (5 lmg) & 

hJbJO (3ml) Kflnayg*? L 4-^V7"at t Jl/7x^Kvm- 
h CO. 2ml) 2 6ftWtimM&mLtLo ^^n^VTtF 

> (10/1) "PlHt5>"J *y;^7A^n7 h^-77^ -t-«k^)^U 

! H-NMR (CD 3 OD, 500 MHz) : <5 1 . 18 (d, J=6. 7H 
z, 6H) , 2. 82 (m, 1H) , 3. 97 (s, 3H), 4. 01 (s, 3 
H) , 6. 37 (d, J=5. 5Hz, 1 H) , 7. 04 (d, J=8. 5Hz, 
2H) , 7. 11 (d, J=8. 5Hz, 2H) , 7. 25 (d, J=8. 5H 
z, 2 H) , 7. 26 (s, 1H), 7. 3 8 (s, 1 H) , 7. 41 (d, J 
= 9. 2Hz, 2H) , 7. 54 (s, 1 H) , 7. 82 (s, 1 H) , 8. 0 
3 (s, 1H) , 8. 42 (d, J=5. 5Hz, 1 H) 

Sl7}«ffi (FD-MS, m/z) : 457 (M + ) 

mmm 8 3 

N- (4 - h U 7;^ay^7x^) -N' - {4 - [ (6, 7 - ; Jt V 
4y-4-^;'J-^) *±jS] y X.—JI} VUT (5 2) 

6, 7-^ h + (4-7;;7x; + >» *>"J > (5 3mg) £ 
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bJlJLy (3ml) izmm^mttzWi, 4-b>)y Jl*a J ^jly^^jlJV'y 
T*-b (0. 2ml) fcflnx., 1 OftmmMMmLtZo tfrtBLTg^^ar 

1 H-NMR (CDC 1 3 , 500 MHz) : 6 4. 05 (s, 3H), 

4. 05 (s, 3H) , 6. 52 (d, J=5. 5Hz, 1 H) , 7. 18 (d, 

J=9. 2Hz, 2H) , 7. 36 (s, 1 H) , 7. 56 (s, 1H) , 

7. 59 (d, J=8. 6Hz, 2H), 7. 62 (d, J=8. 6Hz, 2 H) 
. 7. 63 (s, 1H), 8. 40 (d, J=5. 5Hz, 1 H) 

WmftVfm (FD-MS, m/z) :4 8 3 (M + ) 



H*fe#!8 4 

N- (4-n-yfJb7x-;l/) -N' - {2- [ (6, 7 - i? / b*-'s-4 
-*rJ*))V) *jri/] y*—Jl} (147) 
Mt&&l4 SlZte^T^ 4 — — h ay — )lizfrz_T 2 — — bay 

+y u >^num4 9 tmmizMTbtx^t^ 6, 7-i>vh + v-4- (2- 

T ^ ^i^v') +7 U > (5 6mg) £ b)l*-> (3ml) ^flnf&7§ft?L*: 
4-n-W7x-MVy7^-h (0. 2ml) 3 0 ^flft] 

&MMLtz 0 m&£7aa*jljL/T-te b> (10/1) -CMESt" 6 ^> U * >r Jl 
? a^ bf^yj -IZjLfymWlL^ IS(D{b^45mg, iR^50%-e^fc o 
1 H-NMR (CDC 1 g, 500 MHz) : <5 0. 89 (t, J =7. 3H 
z, 3H) , 1. 3 0 (m, 2H) , 1. 5 2 (m, 2H) , 2. 5 0 (m, 2 
H) , 3. 90 (s, 3H) , 3. 93 (s, 3H) , 6. 22 (d, J = 
4. 9Hz, 1H), 6. 87 (d, J=7. 3Hz, 1H) , 6. 96- 
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7. 0 1 (m, 4H) , 7. 15 (brs, 1H) , 7. 28-7. 3 1 (m, 
4H) , 8. 12 (brs, 1 H) , 8. 26 (d, J=4. 9Hz, 1 H) , 

8. 5 8 (d, J = 7. 9Hz, 1 H) 
nmftVrm (FD-MS, m/z) : 471 (M + ) 



mmm 8 5 

N- (4 -n-y^y^-;!/) -N / - {3- [ (6, 7 - : J * h^f>-4 
-*rJ'))V) *±iS} 7jl-)1) OUT (9 1) 
H8f&#14 8 {wfel^Tx 4 - — h □7x7-JH:^T3 — hD7x7 — 

*y u y^mmmA $ tmmzmjtL-cmtz^ 6, 7->^h*<>-4- (3- 

T ^ ;7x^-» *y U > (5 lmg) £ h;bi> (3m 1 ) 

£L 4-n-7'f-^7x^;KV->7^-h (0. 2ml) 5 O^IBTOn 

m&MLtz 0 »^oD^A/7th> do/1) r'Sga-rs^u^y^ 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : (5 0. 8 9 (t, J = 7. 3H 
z, 3H) , 1. 3 0 (m, 2H) , 1. 5 2 (m, 2 H) , 2. 5 1 (m, 2 
H) , 3. 95 (s, 1H), 4. 00 (s. 1 H) , 6. 49 (d, J=5. 
5Hz, 1H), 6. 81 (d, J=8. 0Hz, 1 H) , 7. 04 (d, J = 
7. 9Hz, 2H) , 7. 21-7. 30 (m, 5 H) , 7. 37 (s, 1 H) , 

7. 51 (s, 1H), 7. 84 (brs, 1 H) , 8. 24 (brs, 1 H) , 

8. 4 3 (d, J = 4. 9H z, 1 H) 
K*##fffi (FD-MS, m/z) : 471 (M + ) 
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m&m 8 6 

N-n-73-Jl-N' - {4- [(6, 1 — i? / h 4^ -> — 4 — 4- 7 D ;f 4- 
V] y JL—Jl} uvr (13 9) 

6, 7- : Jjl b4^>- 4 - (4-7i77x; + -» *J U > (5 lmg) £ 
(3ml) (djtoUft^ L fc^ n-^f M v>7^ - h (0. 2ml) 
&Sn;L> 1 4 B$fgHfl&ii&E L fco on*;i,A/T-fe h > (10/1) T 

jgp§n->'j*^^Dvhr7 7^ - k «fc o u img, 

1 H-NMR(CDC1 3 , 500 MHz) : 50. 93 (t, J = 7. 3H 
z, 3H) , 1. 3 7 (m, 2 H) , 1. 5 3 (m, 2H) , 3. 2 8 (m, 2 
H) , 4. 04 (s, 3H) , 4. 04 (s, 3 H) , 5. 04 (brs, 1 H) 
, 6. 4 4 (d, J =5. 5Hz, 1H), 6. 98 (brs, 1H), 7. 1 
1 (d, J = 9. 2Hz, 2H) , 7. 41 (s, 1 H) , 7. 43 (d, J = 
9. 2Hz, 2H), 7. 55 (s, 1 H) , 8. 46 (d, J=4. 9Hz, 
1H) 

Sl^ffl (FD-MS, m/z) : 3 9 5 (M + ) 



SSifefll 8 7 

N — {4- [ (6, 7-^F^->-4-^yj^) a- ■fry' 3 7^— ;U} - 
(4 - h 'j 7;l/tny =f-)Vz>^ — Ad JvlstfJ-y-i K (15 7) 
6, 7-^F + y-4- (4-T^ / + +7 V > (5 3mg) £ 
rUSSS© 4 - h >J 7;M" a / ? >^H#S? ( 1 0 2 m g) *N. N - 
Jl&Ti K (3ml) izmmtfz^ 1-jl^ju-3- C3' -^W?; 
zfnt'JV) ijfrtfVJ I YmWM (1 0 2mg) Ztiaz.^ ISi:tl 4^«i^ 
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tzm^m^Wfm^-f-j^ik^ u mme>4t&®}%: z 2m g , ^3 8%-e^c 

1 H-NMR (CDCL, 500 MHz) : 5 4. 04 (s, 3 H) , 4. 

05 (s, 3H) , 6. 48 (d, J=4. 9Hz, 1 H) , 7. 22 (d, J 
= 8. 5Hz, 2H), 7. 41 (s, 1 H) , 7. 55 (s, 1 H) , 7. 7 

6 (d, J=8. 5Hz, 2H) , 7. 76 (d, J=8. 6Hz, 2 H) , 8. 
02 (d, J=7. 9Hz, 2H) , 8. 13 (brs, 1 H) , 8. 49 (d. 
J=5. 5Hz, 1H) 

W&fttirm (FD-MS, m/z) : 4 6 8 (M + ) 



^Jfe#J8 8 

N- {4- [(6, *±iS] y ^-Jl) - 

(4 - S/g o^^7i~ jjO fr^MfjJJJ K (15 8) 
6, 7-S» H + (4-7U7x; + y) +;>J> (5 2mg) i 

Tt3|5i?D©4 a^Jr^Jl&BMrm (10 9mg) £N, N-y^fM;l/A 
T 5. K (3ml) Kmmttz^ 1 -jl^-jI- 3 - (3' -^WU^n 
fcTAO TjA-tfiM = Kigggig (1 1 Omg) 4 B#p H 19i# L 

mmms 1 £^*©aMfrc*oT«isiu »ib^5 4m g , urn 

6 4 %T1#^ 0 

1 H-NMR(CDC1 3 , 500 MHz) : 5 1. 2 5-1. 86 (m, 
10H) , 2. 55 (m. 1H) , 4. 01 (s. 3 H) , 4. 03 (s, 3H) 
, 6. 46 (d, J=5. 5Hz, 1 H) , 7. 16 (d, J=8. 5Hz, 2 
H) . 7. 27 (d, J = 7. 9Hz, 2 H) , 7. 39 (s, 1 H) , 
7. 55 (s, 1H) , 7. 75 (d, J=9. 2Hz, 2H), 7. 83 (d, 
J = 8. 6Hz, 2H), 8. 46 (d, J=5. 5Hz, 1 H) 
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KftfttfHil (FD-MS, m/z) : 4 8 2 (M + ) 
HJfe#J 8 9 

N- {3- [ (6, 7 -if* V^rf-A-*; UP j^f^j 7^-;!/} - 

(4 - t zL^±JkZ-E^=M ^kj£±jJ (15 9) 
6, 7-;n + ^-4- ( 3 — T ^ y 7 x y + y) (5 4mg) £ 

rfjKiS© 4 - t - ( 1 0 2 m g ) £ N, N-i?>f ;l/^;bA7 ^ 

K (3ml) tcjSHLfctfcx (3' -y7fJb7;y7Dt^) 

27;l>#5?>r S KJggtfg (1 0 6mg) ^tra^ MJ-T6B#Rgfll#Lrt:^ HSfe 
M5 1 il^ai©|ftf^jcJ;oT3lt»IU mm<D4k&®l& 2 9mg. J&jp3 5%7r# 

H — NMR (CDCl g , 500 MHz) : 51. 34 (s, 9H), 
4. 01 (s, 3H), 4. 04 (s, 3H) , 6. 55 (d, J=4. 9Hz, 
1H), 6. 97 (d, J = 7. 3Hz, 1 H) , 7. 2 9-7. 6 8 (m, 7 
H) , 7. 85 (d, J = 7. 9Hz. 2H), 8. 48 (d, J=4. 9Hz, 
1 H) , 8. 5 9 (b r s, 1 H) 
Mfc^tfrltt ( F D - M S , m/z) : 4 5 6 (M + ) 



nmm 9 0 

N- {3- [ (6, 7->M h^>-4-*/ »J;U) f^j 7 x.-;U} - (4 
- t -yf;l>7x-^) *7;M*^1M K (16 0) 

6, 7-^h+i/-4- (3-7; ;7i-W) *7 U > (6 2mg) 
<tmiSD D D © 4 - t - 7f;l^Ifi ( 1 0 9 m g) £N, N - V* f;l/*M7 
S K (3ml) ICjgJBLfcSU 1 3 _ (3' — ?-Jl<T i J ~fu b" 

;io *AjKs?>r $ Pimm. (i 1 2m g ) ifii:t2 5^mmwttz^ 
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mmm 5 1 tmm<ommcx o -cmm u mmoit&m* 5 4 m g> urns 7% 

1 H-NMR (CDC 1 g , 500 MHz) : 51. 31 (s, 9H), 4. 
00 (s, 3H) , 4. 01 (s, 3H), 6. 83 (d, J=4. 9Hz, 1 
H) , 7. 2 0-7. 9 9 (m, 9 H) , 8. 0 6 (m, 1 H) , 8. 3 9 (d, 
J=4. 9Hz, 1H), 8. 60 (brs, 1H) 

WMfttirm (FD-MS, m/z) : 47 2 (M + ) 



HJ6#I9 1 

N — {4 — [ (6, 7->M h^->-4-^y ±jj 7^—^} - (4 
-y^-^^^— ;U) a^Mfjjfrj K (16 1) 

6, l-i?/ h*-i/-4- (4-7;y7x7 + y) +7'J> (62mg) £ 
rfJ|SS©4 (10 4mg) <£N, N-y^f^M7; K 
(3ml) l*Lfc^ l 3 - (3' - if* f-JlT I J~7u t°;lO 

*;UaKSM \ KJ&Sfe% (117mg) ^Jjn*-. 1SICT2 lNrlHHl»Lfc« N H 
i£0»J5 1 i^tR©J*mc«k- 3 TflKHL> SS©ft;£&£2 lmg. iR^2 2%T 

1 H-NMR(CDC1 3> 50 0MHz) : 50. 94 (t, J =7. 3H 
z, 3H) , 1. 3 8 (m, 2H) , 1. 6 3 (m, 2H) . 2. 6 9 ( t, J 
= 7. 9Hz, 2H), 4. 03 (s, 3 H) , 4. 05 (s, 3 H) , 
6. 72 (d. J=4. 9Hz, 1 H) , 7. 30 (d, J = 7. 9Hz, 2 H) 
, 7. 39 (s, 1H), 7. 42 (s, 1H) , 7. 57 (d, J = 8. 5H 
z, 2H), 7. 78 (d, J=8. 5Hz, 2 H) , 7. 81 (d, J=7. 
9Hz, 2H) , 8. 08 (s, 1 H) , 8. 42 (d, J=5. 5Hz, 1 H) 

MbWrtt (FD-MS, m/z) :4 7 2 (M + ) 
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mmm 9 2 

N — {4- [ (6, h^'>-4-^y UAQ *±j/] 7 * — - 

N / - (4-*?-Jl>?-*7*-Jl) uUT (16 3) 

6, 7-^^-4- (4-7;/7xy + -» (53m g) £ 

(3ml) \ztXlMMM L fcSU 4-yfm7x-;K Vi^T*- h 
(0. 2ml) fciniU 8^P B 1JD^iS^L/c 0 tfffcB Lt^ /"cMH^atS? U b Jl 

1 H-NMR (DMSO-dg, 500MHz) : 52. 44 (s, 3H), 
3. 94 (s, 3H), 3. 95 (s, 3 H) , 6. 44 (d, J=4. 9Hz, 
1H), 7. 19 (d, J=9. 2Hz, 2 H) , 7. 23 (d, J = 8. 5H 
z, 2H), 7. 38 (s, 1H), 7. 44 (d, J =9. 2Hz, 2 H) , 
7. 52 (s, 1H), 7. 58 (d, J=8. 6Hz, 2 H) , 8. 46 (d, 
J=4. 9Hz, 1H), 8. 70 (s, 1 H) , 8. 79 (s, 1 H) 

(FD-MS, m/z) :46 1 (M + ) 



9 3 

N- (j3-x-b*-i'i]Jl>#—Jl>7*—Jl) -N' - {4- [ (6, 7 - h 
*jy-4-*j D^U) 7^— ;U} 7U7 (164) 

6, 7-i^> h^£/-4- (4-7U7x; + ^) *J 'J > (5 3mg) £ 
h;Loi> (5ml) {Cj0^)|?t^^ 3-ih + ->*^«7x-WV-> 
T*-h (2 8 4mg) ^j(JD^ 1 B^ISJnj&jfiSE L /c Q ^?no^;l/A/7 
-feb> (10/1) T'mmtZ^VttYfrii^^tu-? h^77-f -lc«fct)fl|SB| 
U mme>it&to* 1 8mg. JR^2 O^-CSfco 

1 H-NMR (CDClg, 500 MHz) : 51. 38 (m, 3H), 
3. 98 (s, 3H), 4. 05 (s, 3H) , 4. 35 (m, 2 H) , 6. 4 
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5 (d, J=5. 5Hz, 1H) , 7. 12 (d, J=9. 2Hz, 2H), 
7. 40 (s, 1H), 7. 47 (d, J=9. 2Hz. 2 H) , 7. 47 (d, 
J=8. 6Hz, 2H) , 7. 58 (s, 1H) , 7. 96 (d, J=9. 2H 
z, 2H), 8. 05 (s, 1H), 8. 17 (s, 1 H) , 8. 47 (d, J 
= 5. 5Hz, 1H) 
WMftVrm (FD-MS, m/z) :4 8 7 (M + ) 

N- (4-^pP7x-;b) -N' - {4- [ (6, 7 -'J* H*->-4-4- 
J U AO j^vj 7 ^— ;b} >7P7 (16 5) 

6, 1- : J* i/- 4 - (4-7^7x7 + y) +;>J> (52mg) £ 
h;l^c> (5ml) i:MiL^ 4-^oD7x-;Wvm- h 

( o . 2mi) &im^ i BSfiatinfi&aKi t ^ 0 #f m lt§ /c^^a^ u h ;u 

1 H-NMR(DMSO-d 6 , 500 MHz) : 63. 94 (s, 3H) , 
3. 95 (s, 3H) , 6. 44 (d, J=5. 5Hz, 1 H) , 7. 20 (d, 
J=9. 2Hz, 2H), 7. 32 (d, J=8. 5Hz, 2 H) , 7. 38 
(s, 1H), 7. 49 (d, J=9. 2Hz, 2 H) , 7. 51 (s, 1H) , 
7. 58 (d, J=9. 2Hz, 2 H) , 8. 46 (d, J=4. 9Hz, 1 H) 
, 8. 83 (brs, 1 H) , 8. 83 (brs, 1 H) 
«S##rflt (FD-MS, m/z) : 44 9 (M + ) , 45 1 (M + +2) 

MMm9 5 

N- (2 ->T V^d^7x-^) -N / - {4- [ (6, 7-i^y h^->- 
4- + y U^) ^*^r->] 7^— ;I4 1/7 (16 6) 
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6, 7-V* h f> — 4 — (4-7;77xy + -» +7'J> (44mg) £ 
hJl^> (5ml) lztiaM t mt&Ltz'&^ 2-^V^ot°;l/7xi;Kvm- 
h CO". 2ml) J&JniU 8 0 ftmimm&m L /c q S£^7no*;bA/T-br h 
> (10/1) T-Jg^-r-5i>U *W7A^D7 hr^yj -K&lQffiglL^ 
mmoit&ty* 1 4mg, 1R^2 0%Tit^ o 

! H-NMR (CDCL, 500 MHz) : <5 1. 21 (m, 6H), 
3. 21 (m, 1 H) , 4. 04 (s, 3H), 4. 04 (s, 3 H) , 
6. 4 2 (m, 1H) , 6. 6 3 (m, 1 H) , 7. 0 9-7. 5 5 (m, 11 
H) , 8. 4 6 (m, 1 H) 

«*77*fft (FD-MS, m/z) : 4 5 7 (M + ) 



HWJ9 6 

N— {4 — [ (6, 7 -if* h^'>-4-t/'J;b) £±y\ 7*-M - 
N / -? U7 (1 6 7) 

6, 7- i>V h*>-4- (4-7i;7x7 + y) 4^7 U > (5 1m g) £r 
(5ml) tzUQW&l&Liz^ 7i^KVy7^-F (0. 2ml) 
Ztiax.* 5 0&mamBMLtz o iS^^DD^V7-i?h> (10/1) 

s58tS'>'jwi/*7A^oTb/7 7-f - £ t> wag u mm<o^^ 

21rag, iD?^4 l%Tl#Aio 

■""H-NMR (CDC L , 500 MHz) : 54. 04 (s, 3 H) , 
4. 0 4 (s, 3 H) , 6. 6 1 (m, 1 H) , 7. 0 5 (m, 1 H) , 7. 3 
6~7. 44 (m, 10 H), 7. 99 (s, 1H), 8. 31 (s, 1 H) , 
8.3 6 (m, 1 H) 

SS5r#HS (FD-MS, m/z) : 431 (M + ) 
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mmm 9 7 

N- {4- [(6, 7 - V* Y*ri/- 4 -4V ') )}d *±iS] 7 ^-M - 
N' - (2--hD7x-;l/) »U7 (168) 

6, 7-yy h*>>-4- (4-7;/7xy+y) 4-7 U > (83m g) £ 
(8ml) K-mmmffiLt:'^ 4--hD7i-MV'>7^-h (3 
7 0mg) £}JD*.> 4 0 ^HJnUWSflt L fz 0 #r£B Ltl/:^ B B a ^IKL> h^i 
>T^-r5C<i:i-J:t)OT©<b^*5 8mg> iR*M 5%T1#^ 0 

1 H-NMR(DMSO-d 6 , 500 MHz) : 5 3. 94 (s, 3 H) , 
3. 95 (s, 3 H) , 6. 46 (d, J = 5. 5Hz, 1H) , 7. 2 2 (m, 
1H) , 7. 23 (d, J = 9. 2Hz, 2H), 7. 38 (s, 1H), 7. 
51 (s, 1H) , 7. 62 (d, J=9. 2Hz, 2 H) , 7. 71 (m, 1 
H) , 8. 11 (m, 1H), 8. 3 1 (m, 1H), 8. 4 6 (d, J =5. 
5Hz, 1H), 9. 62 (s, 1H) , 9. 96 (s, 1 H) 

MbfrflHifi (FD-MS, m/z) : 46 0 (M + ) 



mmm 9 8 

N- (2-7U7x-^) -N' - {4- [ (6, V*ri/-4-* 
yjJAQ *±>0 7^->>U} 7U7 (16 9) 

N — {4- [ (6, l-V* b + ->-4-*y U;U) - 
N' - (2-^.hD7x^) 7 1/7 (4 2mg) £N, N-v f ^f;l/^A7 
5 F/Wm^Jl (12ml /6ml) fcj§*?U 2 0%7kStft'^ v^A-j^ 
m ( 7 0 m g ) fcflniu **3£BS»TSfiK T 3 HSISBfifi* L tz 0 Rj£5«[«-fe 5 -f 

1 H-NMR (DMSO-d c , 500 MHz) : <5 3. 94 (s, 3H), 
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3. 95 (s, 3H), 4. 77 (brs, 2H) , 6. 4 4 (d, J =5. 5 
Hz, 1H) , 6. 5 8 Cm, 1H) , 6. 7 5 (m, 1 H) , 6. 8 5 (m, 
1H) , 7. 18 (d, J=8. 5Hz, 2 H) , 7. 34 (m, 1 H) , 

7. 38 (s, 1H) , 7. 52 (s, 1 H) , 7. 58 (d, J=9. 2Hz, 
2H), 8. 29 (s, 1H), 8. 46 (d, J=4. 9Hz, 1 H) , 

8. 9 2 (s, 1 H) 

(FD-MS, m/z) : 4 3 0 (M + ) 



nmm 9 9 

N- {4- [(6, 7-yn^y-4-t7'Jil) t^y] 7^— )V) - 
N' - (3-^ho7^— ;U) frl^T (170) 

6, 7-v^ h 4-^-4- (4-7^7x; + -» +7'J> (83rag) £• 
N^^> (6ml) {cJo^^Lfc^ 3--ho7x-Mv->7^-h 
(3 8 4mg) £Jn;U 4 0 # RSflal&g^ L ti 0 ^^nn*W7-fe h > 
(1 0/1) TSPB1"-5->'; -htfAsii^Utu-? a - iz <fc (9 *jf 8g U S 

m<Dit^^: 4 4 m g N iRs£ 3 4 %"e*§fco 

1 H-NMR (DMSO-dg , 5 0 OMH z) : 5 3. 99 (s, 3 H) , 
4. 04 (s, 3H) , 6. 43 (d, J=4. 9Hz, 1 H) , 7. 10 (d, 
J=9. 2Hz, 2H) , 7. 38 (m, 2 H) , 7. 47 (d, J=8. 6H 
z, 2H) , 7. 5 7 (s, 1 H) , 7. 8 1 (m, 2H) , 8. 1 9 (s, 1 
H) , 8. 31 (s, 1H), 8. 46 (d, J=4. 9Hz, 1H) , 8. 5 
9 (s, 1H) 
K*##f4ii (FD-MS, m/z) : 460 (M + ) 
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mmm 100 

N — {4 - [ (6, 7 - 2*. b±±Ll 4 lj ~7^— ;l} - 

N' -t^f;b» UT (1 7 1) 

6, 7-vM h^v-4- (4-75;7x; + '» +yj> (51m g) £ 
h;bi> (5ml) {^nl^^L/c^ t^fM7->7*-h (0. 2ml) 

£fin;U 2 NFraSnHftiSSfE U -feo 8aE*^pa*W7t h> (10/1) -em 

mg, 1R^4 1 

1 H-NMR(CDC1 3 , 500 MHz) : 5 0. 8 7 (m, 3 H) , 1. 
26-1. 3 0 (m, 1 OH) , 1. 5 3 (m, 2H) , 3. 2 7 (m, 2 H) , 
4. 03 (s, 3H) , 4. 03 (s, 3H) , 5. 0 4 (m. 1 H) , 6. 4 

4 (d, J=5. 5Hz, 1H), 6. 97 (s, 1 H) , 7. 10 (d, J = 
8. 6Hz, 2H), 7. 41 (s, 1 H) , 7. 42 (d, J=8. 6Hz, 
2H), 7. 55 (s, 1H) , 8. 46 (d, J=4. 9Hz, 1 H) 

WMfttirm (FD-MS, m/z) : 451 (M + ) 

mmm 101 

N- (3-T^y^^-^) -N' - {4- [ (6, 7-*J* h4-i>-4-4- 
J U ^) 7x-M 71^7 (17 2) 

N- {4- [(6, 7-^F^->-4- + yJib) t + y] 7^;U} - 
N' - (3-^hn7x^) 7U7 (2 8mg) £N. N-y7mM7 

5 F/Wm*-*Jl' (5 m 1/2. 5ml) KjgJBU 2 0 %7KSMfc'*5 *JV A- 
^ (9 7mg) fciniU 7K5R1?ffl»TSfit-T3NfP4!«^Lfce iRJS^-fe5 
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H-NMR (CDC 1 3 , 5 0 0MHz) : 5 4. 02 (s, 3 H) , 
4. 03 (s, 3H), 6. 41 (m, 1 H) , 6. 41 (d. J=5. 5Hz, 
1H), 6. 61 (m, 1H), 6. 90 (s, 1H) , 7. 05 (m, 1H) , 
7. 09 (d, J=8. 5Hz, 2 H) , 7. 40 (s, 1 H) , 7. 43 (m, 
1H), 7. 47 (d, J=8. 5Hz, 2 H) , 7. 55 (s, 1 H) , 8. 
03 (s, 1H), 8. 44 (d, J=5. 5Hz, 1 H) 
«*#tffffi (FD-MS, m/z) : 4 3 0 (M + ) 



H«J 10 2 

N-TU^-N' -{4- [(6, 7-^^ht'>-4-t;'J^) 

(17 3) 

6, 7-*JM h + v-4- (4-7^7xy + y) +7 ij > (5 Omg) & 
N, N-i>7f;^;l/A7^ F (5ml) izigmttz^ T V Jl>* V i/T*- b 
( 0 . 2ml) 8 0 °CT 1 5 &fifflinJMtiI& L fc a KJEiSlwTKfcjllDiU t£ 

KSfeL^o «ffTi«W*«*L^ ^^DD^A/7th> (10/1) t? 

61mg, JR^9 6%T|#^ 0 
1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 3. 9 0 (m, 2 H) , 

4. 03 (s, 3H) , 4. 03 (s, 3H), 5. 12 (d, J = 10. 4H 
z, 1H), 5. 23 (d, J=17. 7Hz, 1 H) , 5. 62 (s, 1 H) , 

5. 88 (m, 1H) , 6. 41 (d, J=4. 9Hz, 1 H) , 7. 08 (d, 
J=8. 5, 2H), 7. 39 (s, 1 H) , 7. 44 (d, J=8. 5Hz, 
2H) , 7. 54 (s, 1H), 7. 75 (s, 1 H) , 8. 44 (d, J = 
5. 5Hz, 1H) 
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WmftVrm CFD-MS, m/z) : 3 7 9 (M + ) 

mmm 103 

N- {4- [ (6, 1- : J* h4-->-4-^y jJAj **>0 7x^} - 
N' - (174) 

6, h + (4-7;/7x; + -» +y'J> (50m g) £ 

h;l/jn.> (5ml) \z1}\\mmmLfz.'&^ 1 — *-7>Jl/>T7'>T*- h (0. 2m 
1) £Jn;U 20&mmM&mLtZo glSii'nn^WT-bhV (10/1) 

41mg, iRsp5 2%-entZo 

1 H-NMR (DMS O- d g , 5 0 0MHz) : 53. 95 (s, 3H) , 
3. 95 (s, 3H) , 6. 45 (d, J=5. 5Hz, 1 H) , 7. 21 (d, 
J = 9. 2Hz, 2H), 7. 38 (s, 1H) , 7. 48-7. 65 (m, 7 
H) , 7. 92 — 8. 15 (m, 3 H) , 8. 46 (d, J=4. 9Hz, 1 H) 
. 8. 8 0 (s, 1 H) , 9. 2 0 (s, 1 H) 

Ri^tfrt (FD-MS, m/z) : 4 6 5 (M + ) 



mmm 104 

N — (2-\iy — N 7 - {4- [ (6, l_zjlA U 

;u) t^'>] T7^^;I/} (175) 

6, h**>-4- (4-7;;7x; + y) +7'J> (52m g) * 

(5ml) Kjn*WStfPLrt:&> 2-^7*-^ V*>"7*-h (0. 2 

mi) *jdju 3 o^mtammm.Ltz 0 au*)Vj*/T* h> (10/ 

^5 6mg, 45^6 4%Ti#fc 0 
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H — NMR (CDC 1 5 0 OMH z) : 6 3. 97 (s, 3H), 
4. 04 (s, 3H), 6. 35 (d, J=5. 5Hz, 1 H) , 6. 96 (s, 
1H) , 7. 40 (d, J = 9. 2Hz, 2 H) , 7. 14-7. 39 (m, 
11H), 7. 54 (s, 1 H) , 7. 89 (brs, 1 H) , 8. 08 (d, 
J=8. 6Hz, 1 H) , 8. 33 (d, J=5. 5Hz, 1 H) 
n&ftffim (FD-MS, m/z) : 491 (M + ) 



nmm 105 

N — (4 -3-=f-)V-y )V) -N' - {4- [ (6, h4->-4-4- 
JV)V) ^>VT (18 8) 

6, 7-*J* (4-7;;7x7 + y) * J <J > (5 lmg) £ 

h;l,jE.> (5ml) IcM^Lf:^ 4-if;l/7*-;KV'>7*-h 

(0. 2ml) ^ia^. 9 0 ^HJDl»jffi« L /lo ^£?ou*;UA/T-te h> 

(1 0/1) Mt5^'J*W5A^07 h^77-f-i:i(3fllii!U ^ 
m<D4t£t®%: 42mg, JR^ 5 6 %~?'&tio 

1 H-NMR (CDC 1- , 500 MHz) : 51. 18 (m, 3 H) , 2. 
5 8 (m, 2H), 3. 9 9 (s, 3H), 4. 02 (s, 3 H) , 6. 39 

(d, J = 5. 5Hz, 1H) , 7. 07 (d, J=9. 2Hz, 2 H) , 7. 
11 (d, J=7. 9Hz, 2H) , 7. 25 (d, J=8. 5Hz, 2 H) , 
7. 40 (s, 1H), 7. 42 (d, J = 8. 5Hz, 2 H) , 7. 55 (s, 
1H) , 7. 60 (s, 1H), 7. 81 (s, 1 H) , 8. 43 (d. J=4. 
9 Hz, 1H) 

nmftVr m. (FD-MS, m/z) : 44 3 (M + ) 
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mmm 1 o 6 

N-OvV;[/-N / - {4- [(6, / 
»>] 7UT (18 9) 

6, 7-v>V h^> - 4 - (4-7;;7x; + y) +7'J> (52m g) £ 
h;bx> (5ml) izmmmm L fcSU O^WVvT^-F (0. 2m 1) 

5 0^inl^il^L^o ^^nD^W7th> (10/1) t 

llmg, JR^l 

1 H-NMR(CDC1 3 , 500 MHz) : <5 4 . 06 (s, 3H), 4. 

07 (s, 3H) , 6. 49 (d, J=4. 9Hz, 1 H) , 7. 20 (d, J 
= 9. 2Hz, 2H) , 7. 43 (s, 1 H) , 7. 54 (m, 2 H) , 7. 5 

8 (s, 1H) , 7. 65 (m, 1 H) , 7. 71 (d, J=9. 2Hz, 2 H) 
, 8. 04 (d, J=7. 9Hz, 2 H) , 8. 50 (d, J = 5. 5Hz, 1 
H) , 9. 53 (s, 1H) , 11. 04 (s, 1 H) 

Steffi (FD-MS, m/z) : 4 4 3 (M + ) 



mmm 107 

N-j. h^risiiJltf-Jl'-N' - {A- [(6, 7-y7 h^->-4-^7'J 
)\d 7 -7 1/7 (19 0) 

6, 7-v7 h + ->-4- (4-7U7x; + y) + / 'J > (52m g) £ 
b;bjn> (5ml) izlmmmm L tz'&, x. V + ^tt Astf—M V ->T*- h 
(0. 2ml) 1 5 #P B m*&taft L T^o ^S^? nn*)^/7* h> 

(1 0/1) TJg^S^'JrtyJl^^A^ov h^'^^^ -{-J:f?mS{L. ^ 
i0^tt ; &2 Orag, JR^2 8 %r#fc Q 

1 H-NMR (CD C 1 0 , 5 0 0MHz) : 6 1 . 37 (t, J = 7. 3H 



WO 97/17329 



10 9 



PCT/JP96/03229 



z, 3H) , 4. 10 (s, 3H), 4. 17 (s, 3H), 4. 31 (q, J 
= 7. 3Hz, 2H) , 6. 70 (d, J=6. 1Hz, 1 H) , 7. 20 (d, 
J=8. 6Hz, 2H), 7. 64 (s, 1H) , 7. 72 (d, J =9. 2H 
z, 2H), 8. 12 (s, 1H) , 8. 50 (d, J = 6. 7Hz, 1 H) , 
10. 0 8 (s, 1 H) 
Si^I (FD-MS, m/z) : 41 1 (M + ) 



mmm 10s 

N- {4- [(6, 7 -vV h3-is-4-*J ±±jS\ 7 ^-Jl} - 

N / - (2-y^^^oL— uUT (56) 

6, 7 -i?J K*v/-4 - (4-7^7x;+-» +7^ (51m g) £• 
hJ^> (5ml) KflQ^fj? L 2-yf^7x^Kvm-h 
(0. 2ral) 1 5^r 0 1MSSLfcc ^S^^ nn*^ A/7t h > 

(1 0/1) -ZMffl-f 6 > U * A? 0-7 h^^^^f -{CckDifiiMU ^ 
M<Dit£}%!}& 6 1 m g . JK^ 8 2 %-CWtz 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : <5 2. 20 (s, 3 H) , 4. 
00 (s, 3H), 4. 03 (s, 3H) , 4. 31 (q, J=7. 3Hz, 
2H), 6. 40 (d, J = 5. 5Hz, 1 H) , 7. 0 5-7. 2 0 (m, 6 
H) , 7. 39 (s, 1H), 7. 42 (d, J=8. 5Hz, 2 H) , 7. 5 
5 (s, 1H), 7. 60 (d, J = 7. 9Hz, 2 H) , 7. 80 (s, 1 H) 
, 8. 4 5 (d, J =5. 5Hz, 1 H) 
MMftVrm (FD-MS, m/z) : 42 9 (M + ) 



WO 97/17329 



110 



PCT/JP96/03229 



mmm 109 

N- {4- [(6, 7 - : J* 4 -*J U2k) ^} - 

N' - (3 frl^T (5 5) 

6, 7-vV h*^>-4- (4-7i;7x;*v/) +7 U > (5 lmg) £ 
h;L,i> (5ml) Kfln&7§j|? L fcSU 3 - J *Jl7 *— ;I/-T V i>T*- h 
(0. 2ml) &tiQX-> 1 5 ^ratntiftjSSE L fc 0 SS^^nn.*M/7-b h > 
(10/1) -CSHW--5'>y *TO5A^n7 h^7 7^-i:J:t)fg8l!U * 

1 H-NMR(CDC1 3 , 500 MHz) : <5 2 . 32 (s, 3H) , 
4. 02 (s, 3H), 4. 04 (s, 3H) , 6. 43 (d, J=5. 5Hz, 
1H) , 6. 93 (d, J =7. 3Hz, 1H), 7. 10~7. 22 (m, 6 
H), 7. 41 (s, 1H) , 7. 4 4-7. 47 (m, 3H), 7. 56 (s, 
1H) , 8. 4 6 (d, J =5. 5Hz, 1 H) 

WmftVrm. (FD-MS, m/z) :4 2 9 (M + ) 

mmm no 

N- (2-7^o7x^;l/) -N' - {4- [ (6, 7- : J* h^v-4- 
4-7'J;^) j^vj 7x^} frU-T (6 0) 

6, b*->-4- (4-7;;7x; + y) + / 'J > (51m g) £ 

h^x> (5ml) Kmm^MLizWi, 2-7^n7x-H V->7?-h 
(0. 2ml) £-J[];U 1 5 ^Iffltin^aiaE L fco l^^oo-tW7t h > 
(1 0/1) TfJg^-r^^U *W7A^D7 -{C«fc»3«f5J!U 36 

J@©{b^^5 4mg. iR^7 3 %T^/: C 

1 H-NMR (CDCL, 500 MHz) : 54. 01 (s, 3H) , 
4. 04 (s, 3H), 6. 44 (d, J = 5. 5Hz, 1 H) , 6. 9 7- 
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7. 0 4 (m, 2H) , 7. 10-7. 1 2 (m, 3 H) , 7. 4 2 (s, 1 H) 
, 7. 49 Cd, J =9. 2Hz, 2H) , 7. 57 (s, 1H), 7. 73 
(s, 1H) , 8. 17 (m, 1H) , 8. 35 (s, 1 H) , 8. 48 (d, 
J = 5. 5H z, 1 H) 
R*&Vm (FD-MS, m/z) :4 3 3 (M + ) 

HJfe^J 111 

N- {4- [ C6. Y*ris-4-*J l ) )V) *±i/] V - 

N' -^nbV^I/y (19 4) 

6, 7 -yy H*v-4- (4-7i;7xy + y) +;>J> (5 4mg) £ 
N, N-^yf^tW; K (3ml) f^ft? L fc^. "/n h°;K V ->7^ 
-r (0. 2ml) 8 0TTF2 4B$ffimMMftLti 0 ^mtz^ta^ 

-e&MLtz 0 MEETigi&^i: U Si^^oa*W7-t?F> (10/1) 

59mg, JRip 8 4 %T^/c 0 

1 H-NMR(CDC1 3 , 500 MHz) :S0. 93 (m, 3 H) , 
1. 5 5 (m, 2H) , 3. 2 4 (m, 2H) , 4. 0 2 (s, 3 H) , 
4. 02 (s, 3H), 5. 47 (t, J=5. 5Hz, 1H) , 6. 41 (d, 
J=4. 9Hz, 1H), 7. 08 (d, J=8. 5Hz, 2H) , 7. 39 

(s, 1H), 7. 43 (d, J=9. 2Hz, 2H), 7. 55 (s, 1 H) , 
7. 60 (brs, 1H), 8. 44 (d. J=5. 5Hz, 1 H) 

M&ftVfm (FD-MS, ra/z) :38 1 (M + ) 
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mmm 112 

N- {4- [(6, 7-^ h^->-4-^yj^) tt->] y^ — Jl) - 
N' - (4 --7 ^— ;b#;t/*'— ;U) (19 5) 

6, (4-7;;7x; + -» +y U > (54mg) & 

h;bi> (5ml) icMBU h'J7*zy> (53mg) £rtra*-> 20^HJp 
iSilfco SJtw&ic 4-7;MW7 i ;> (85mg) &2ra*. N 1 B#R8Jn 

iSE*©£U ^6^? nn*W7t h > (10/1) -e®BBi--5 U #>f^ 
*7i^o7F^7>( - K «k t> ft*! U mmeXt&VnZ 1 9mg. JR§P2 1% 

^ H — NMR (CDC 1-, 500 MHz) : <5 4. 01 (s, 3H), 

4. 04 (s, 3H) , 6. 44 (d, J=4. 9Hz, 1 H) , 7. 12 (d, 
J =9. 2Hz, 2H) , 7. 41 (s, 1H), 7. 46-7. 80 (m, 
12H), 8. 14 (s, 1H), 8. 30 (s, 1 H) . 8. 47 (d, J = 

5. 5Hz, 1H) 

K*##HS (FD-MS, m/z) : 519 (M + ) 

113 

N-^v^-N' - {4- [(6, 7--^/ 'J;b) t^->] 

7x-M 7^7 (19 6) 

6, 7-yy h*is-4- (4-7;77x; + y) +7 'J> (52m g) £ 
N, N - J Jl7 * JlJ*T i K (3ml) IdjigP L ^+y;KVy7^ 
- h (0. 2ml) SrflD*.. 6 OtTl 5 B#faM&fllJ$ L fc e SJCjK{-7K*Sn>L. 
^if-;bT2[slJfifcfclL^W«)l ; £rlSfa^7K-e^L> m*fflgti- h'j?A 
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■Vttmttzo SSETiSaES-©* U gS^^nn^WT-b h> (10/1) 

63mg, JR^ 8 4 %Tl#?t 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 0. 8 5 (m, 3H), 
1. 25-1. 47 (m, 6H) , 1. 50 (m, 2 H) , 3. 26 (q, d = 
6. 7Hz, 2H), 4. 02 (s, 3H), 4. 02 (s, 3H) , 5. 68 

(b r s, 1H), 6. 40 (d, J=5. 5Hz, 1 H) , 7. 07 (d, J 
= 9. 2Hz, 2H) , 7. 39 (s, 1H) , 7. 44 (d, J=9. 2Hz, 
2H), 7. 55 (s, 1H), 7. 94 (s, 1H) , 8. 43 (d, J=4. 
9 Hz, 1H) 

WMftVrm (FD-MS, m/z) : 4 2 3 (M + ) 

1 1 4 

N- (5 — fyy-jV) -N / - {4- [(6, 7- ->V h^->-4-^yj 
A/) j^vp Z^Eild T ^ l/T (19 7) 

6, 1- : J* h 4-^-4- (4-7;;7x; + y) +;>J> (51m g) £ 
(5ml) KSiRU h'J7txy> (54mg) &Jn;U 1 2» 
*&§3ftL/c 0 SMC4-7^ 7 -T (36rag) 3 6#P H TO&1 

©*U on*W7t h > (10/1) ■CSBfl-rSv"J^y;U*-7 

A7P?h^77^ -ICkOfllKU &M<Dft&to&l 3mg, JR^l 6%-e^ 

1 H-NMR (CDC U , 500 MHz) : 62. 04 (m, 2H), 
2. 8 2-2. 8 6 (m, 4 H) , 4. 01 (s, 3 H) , 4. 03 (s, 3H) 



WO 97/17329 



114 



PCT/JP96/03229 



, 6. 40 (d, J=5. 5Hz, 1 H) , 7. 03 (m, 1 H) , 7. 08 
(d, J=8. 5Hz, 2H) , 7. 13 (m, 1H), 7. 32 (s, 1 H) , 
7. 4 0-7. 5 7 Cm, 6 H) , 8. 44 (d. J=4. 9Hz, 1 H) 
MrfttfHfi (FD-MS, m/z) : 4 5 5 (M + ) 

mmm 115 

N- (3, 4->M h4^>7^>>l/) -N' - {4- [ (6, 7-i>* H4--> 
-4-^7 UAQ ^-^->] 7x-ib} UT (19 8) 

3, h + ->7-U> (4 2mg) ^f;l/X> (5ml) CgJRU h 

U*xy> (2 4mg) ^fln*.. 2 2 ^faTO&it^ L 7t 0 7-v^ 
h + i/-4- (4-7;;7 I ; + -» +;'J> (51mg) (52mg) Srfln 

L/Co tt£ETJ8i«£e*U gBSSr^ao^UA/T-fe h > (10/1) TS§fl 
t5'>'J*W7A?D7 h^:7>r - «fc t> tit®! U &&Q><k&Vo& 1 5m 

1 H-NMR (CDC 1,, 500 MHz) : 53. 84 (s, 3H), 
3. 85 (s, 3H) , 4. 01 (s, 3H), 4. 04 (s, 3H), 

6. 43 (d, J=4. 9Hz, 1 H) , 6. 7 5-6. 8 0 (m, 2 H) , 

7. 10 (d, J = 9. 2Hz, 2H), 7. 16 (s, 1 H) , 7. 38 (s, 
1H), 7. 41 (s, 1H), 7. 45 (d, J=8. 5Hz, 2 H) , 7. 
56 (s. 1H), 7. 59 Cs, 1 H) , 8. 46 (d, J=4. 9Hz, 1 
H) 

Kl^lfft (FD-MS, m/z) : 4 7 5 (M + ) 
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nmm 1 1 6 

N- (3, 4 -jh^U> =JJr*=yy )V) -N' - {4- [ (6, 7 - 'J / 
h*is-4 -4-y U>>U) *±iS] y^—M (199) 

3, 4-i^U>^^" + ^T— U > (8 0mg) £ K;b^-> (5ml) {c?gft? 

U h'Jxf;t/7^> (0. 5 m 1 ) h U (5 Omg) 3-flp 

lftfflNMMWLLtio SJEtffcK6, 1-*J* y*is-4 - (4-7^7x 
y*vO (5 2mg) 1 0 O^JP^il^L^o Sfift&tc^gE 

*;bA/T-feh> (10/1) ^gSSt-S^Urt^rA^^A^o t - 
K«kOffiJB!U ^jBork^Ki* 6 2 m g ^ JR$7 4%m o 

! H-NMR (DMSO-dg , 500 MHz) : <5 3. 94 (s, 3H), 

3. 94 (s, 3H), 4. 19-4. 21 (m, 4 H) , 6. 43 (d, J = 

4. 9Hz, 1H), 6. 74-6. 78 (m, 2H), 7. 09 (s, 1 H) , 
7. 17 (d, J=9. 2Hz, 2H) , 7. 37 (s, 1 H) , 7. 51 (s, 
1H), 7. 56 (d, J=8. 5Hz, 2 H) , 8. 45 (d, J=4. 9H 
z, 1 H) , 8. 47 (s, 1H), 8. 69 (s, 1 H) 

(FD-MS, m/z) : 4 7 3 (M + ) 

Hife^j 117 

N-y^-N- (4- C (6, h*f- 4 -^7 U AQ ;f^>] 7 

jl— ;U} -N' - (4-> h^->7x-;l/) frUT (2 0 0) 

&S7kfi^ (0. 2 7ml) (0. 13ml) ^Ja^ 6 0 °CT 2 B^Jp 

mm&Ltz 0 S^l:fF7b Kd77> (8ml) lcjgfl¥Lfc6. 7-^ h 
*v/-4- (4-7?;7xy + -» +yj> (3 0 3mg) ^P^. N igict 



WO 97/17329 



116 



PCT/JP96/03229 



EET2§ttte©*U ffi^n*M/7t^> (1 0/1) Tg&H-r 5 ->'J 
*W7A^D7h^77^-i:J:i3iSU 6, h + - (4 

CCD 6, 7-y> h + (4 ^ JlT i J 7 x / 4- •» 4- 7 U > 

(3 17mg) F7kF'P77> (9ml) U 7K*-ftT^ i — A 

•J^-OA (18 1mg) &Uax.* MS{CT2B#r^fll^L/Co RJSftlw46^fcT 

^*WEBe^h';^A"T?<e#L^ 0 «ffiT«ast*«*L. ^^no^wr 

•b h > (10/1) IrJggg-t- Sv'^m^A^ov h^77>f -l^DftSlJ 
U 6, 7-'^ h + < >-4- (4-^^75 ;7x;+-» +/"J>^23 
9 m g %fz 0 

9mg) £h;l/JL> (5ml) \ztia$mmLtz'&^ 4-/ h^i/7x^M7-> 
T^-h (0. 2ml) &1]Q^ 1 2V$fimmm%iltz 0 nufrJlA/ 
T-fe h > (10/1) -CSSB^-S^U W*7i^o7 h777>f -tcj^lfif 
ML. m&e>4t&to% 4 7mg. iR^5 l%^^o 

^•H-NMR CCDClg. 5 0 0MHz) : (5 3. 3 8 (s, 3 H) , 
3. 77 (s, 3H), 4. 05 (s, 3H) , 4. 06 (s, 3 H) , 

6. 14 (brs, 1H) , 6. 59 (d, J=5. 5Hz, 1 H) , 6. 82 
(d, J=9. 2Hz, 2H) , 7. 21 (d, J=9. 2Hz, 2H) , 

7. 29 (d, J=9. 2Hz, 2 H) , 7. 44 (d, J=8. 6Hz, 2 H) 
, 7. 45 (s, 1H), 7. 52 (s, 1 H) , 8. 55 (d, J=5. 5H 
z, 1H) 
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Il^I (FD-MS, m/z) :4 5 9 (M + ) 

mmm 1 1 8 

N-y 3-)l-N-y j,—Jl-N' - {4- [(6, 
■J;U) ^-^v] y^-M yVT (2 0 1) 

6, 7-->7b + ->-4- (4-7;;7xy + -» +7 "J > (72m g) £ 
h;l/i> (7ml) iCjg^U bV*X?> (5 2mg) *Jn^. N 3 B$iaaal!&iB 
WtLtZo SMCN-^f^7-U> (0. 0 5ml) Zrlm^ lmffltiUMMffi 

*U ^SE^ou^A/T-fe h > (10/1) «t5'>^m7A 

1 H-NMR (CD C 1 3 , 5 0 0MHz) : 53. 37 (s, 3 H) , 
4. 04 (s, 3H), 4. 04 (s, 3 H) , 6. 32 (brs, 1 H) , 
6. 41 (d, J=4. 9Hz, 1H) , 7. 07 (d, J=9. 2Hz, 2 H) 
. 7. 37~7. 53 (m, 8H) , 7. 54 (s, 1 H) , 8. 45 (d, J 
= 5. 5Hz, 1 H) 

nmftVrm (FD-MS, m/z) : 4 2 9 (M + ) 

mmm 119 

N-^^U-N- (4-^ H^»>-7x.=.;l0 — N' -^;U-N' - {4- 
[ C6, h^->-4-^yj^) ^ ^— ;u} ou? (202) 

N- h + ->7x-Jb) — N' - {4- [ (6, 7-y> h**>-4- 

+ y'J;b) **^] 7 *.:=.)],} (99mg) *N, N-y>f^t^A7 

S K (3ml) i;:iga?U TK^L-^- h «J t? A (4 2mg) £Sn*-> lfilct2 0 



WO 97/17329 



118 



PCT/JP96/03229 



#ia»#Lfc&3tfft:;<^;U (0. 0 3ml) Ztiaz., fflUmT 1 B#IBH1# L tz 0 

b> (1 0/1) -eSBfTS *t*M7A^ o? h 
/7 7>f-iat) fgSg L s &g«D<b£4fc£ 91mg, iR^ 8 7 %-£l#/c 0 
1 H-NMR (CDC U , 500 MHz) : 53. 23 (s, 3 H) , 

3. 24 (s, 3H) , 3. 75 (s, 3H), 4. 05 (s, 3 H) , 

4. 06 (s, 3H) , 6. 27 (d, J = 5. 5Hz, 1 H) , 6. 69 (d, 
J=8. 5Hz, 2H) , 6. 81 (d, J=9. 2Hz, 2 H) , 6. 89 
(d, J=9. 2Hz, 2H) , 6. 91 (d, J=9. 2Hz, 2 H) , 7. 

42 (s, 1H), 7. 51 (s, 1H), 8. 53 (d, J=4. 9Hz, 1 
H) 

ll^tfrfi(FD-MS, m/z) : 4 7 3 (M + ) 

mmm 120 c&mw) 

3, 4-^^do7x-J1/4-^ h^y7x-M h> 

H?B£p n D ©-ho^ ^> (10ml) TfJStfiOT — V-A> CI. 0 8 1 g) 
iHJBRS©3, 4-^7ddK>'A;^diJK(2. 0 9 5 g) <brU8feS<ZM 
>y T-;l/t*^A(III) hU7^tay^>7;l/t4-h (6 2 0mg) *JD^ 

^/g^^^^TrJg^-T'S^'J^^^^A^o^ h^777^f - K «fc t) JflHfi U 
mmvitet®* 2 7 Omg. iR^l 0%X-mtz o 

1 H-NMR (CDClg, 500 MHz) : 6 3. 90 (s, 3H), 
6. 98 (d, J=9. 2Hz, 2 H) , 7. 56 (s, 1 H) , 7. 58 (d, 
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5 = 1. 8Hz, 1H) , 7. 79 (d. J=9. 2Hz, 2 H) , 7. 84 
(d, J = l. 8Hz, 1 H) 

KM&Vrm (FD-MS, m/z) : 2 8 0 (M + ) ,2 8 2 (M + + 2) 

mmm 121 (#%w 

3, 4-^pd7i-;1/ 4-b Ko^y7x-;b Vh> 

> (235m g) ^y?DD^> (2ml) i:glSL, MT1. OM-fo > 
MJ^oi K-i?^no^>M (7ml) £fln*.. SB* 2 IftSt** L fctfeR 

1 7 3 m g N JRsg 7 7 %Tflfco 

1 H-NMR (DMSO-dg , 500 MHz) : 6 6. 91 (d, J = 
8. 5Hz, 2H) , 7. 62 (dd, J = l. 8, 8. 6Hz, 1H) , 
7. 68 (d, J=8. 5Hz, 2 H) , 7. 80 (d, J = 7. 9Hz, 1 H) 
, 7. 85 (d, J=l. 8Hz, 1H), 10. 55 (s, 1 H) 

KftfrtfHl (FD-MS, m/z) : 2 6 6 (M + ) . 2 6 8 (M + + 2) 



m&m 12 2 

(4- [(6, 7-^ht'>-4-^'J^) tt->] y^-JU} (3, 4 
-^po7x— ;IQ *9Jy (177) 
T ;lo*>^?tT. USS^J 12 1 T-^^i 3, 7 4 - b Ko 

^rh> (154m g) i4-v>^f ^7; ; b°'J (7 7mg) 
£*>>^> (5m 1 ) tp^AtimUtpm&Ltz 0 3«4-^nn-6, 7- 
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h + '>+;'J> ( 1 2 9 m g ) ZtiQ*^ 2 1 B^MitM L /c 0 MJoM^ 

T-feh> (2/1) TfSMt-SWJB^U^y^^Dvh^^^^-tc^OIIIIU 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 54. 03 (s, 3 H) , 
4. 07 (s, 3H), 6. 68 (d, J=5. 5Hz, 1 H) , 7. 28 (d, 
J = 8. 5Hz, 2H) , 7. 46 (s, 1H) , 7. 47 (s, 1 H) , 
7. 60 (d, J=8. 5Hz, 1H), 7. 66 (dd, J=l. 8, 8. 6 
Hz, 1H), 7. 90 (d, J=9. 2Hz, 2H) , 7. 91 (d, J = 
1. 8Hz, 1H), 8. 60 (d, J=4. 9Hz, 1 H) 

HM&Vrm (FD-MS, m/z) : 4 5 3 (M + ) , 4 5 5 (M + + 2) 



mmm 123 

USS^J 2 2 4-h'J-n- zf^fr* >-l-y h^y^f;b7i;-;l/ 

(1. 2 8 2g) irUiia D n0 4-i/7>"<> , /'f^^niJ K (4 9 7mg) 
□ n*A-A (5ml) fc:?§8?U rfJBRS© tTx (MJ7xxm7-f» 
v 5 •> A (II) ? a U K ( 8 m g ) £ A*U 1 1 ^rHSP*US»E L fc c 

* ATti L mEETffl&E&Vmti&m (859mg) *f h7kKo77 
> (2ml) JC-/gft?£-bK 7k (5ml) t 6 NSfiffcTKigft (12ml) ^Jto^T 
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1 H-NMR (DMSO-d c , 500MHz) : <5 6. 91 (d, J = 

b 

9. 2Hz, 2H) , 7. 67 (d, J=8. 5Hz, 2 H) , 7. 80 (d, 
J = 7. 9Hz, 2H), 8. 01 (d, J=8. 6Hz, 2 H) , 10. 57 
(s, 1H) 

W&ftVtm (FD-MS, m/z) : 2 2 3 (M + ) 



mmm 124 

4- {4- [ (6, UAQ ;fr*->] OyV;b} < 

h ( (17 8) 

y;Urf>^VtftT\ H»ijl 2 3TH/:4- (4-b Ka*>"<>vV^) O 
V— h »; ><U (2 3 0 m g) t 4 - ^)IT \J\£*) ; J> ( 1 3 8 m g) U 
\y> (5ml) *^AtlIfit!l#L/:o 1 Bf&m£4 - * n o - 6, h 
+ ">+y'J> (230mg) *Jd^.n 2 0 NrHJPSMBat L KJ£2I£«&£iSfn 

SSl^ Il^nnt>^A/ftSxf;l, (5/1) "eSMf- -5 it® > U * ?Jl 9 o 
7h^77^ - tt: «fc t) fi! t¥ U gl®{h^l9 9mg, iR^4 7%-r#fc 0 

1 H-NMR (CDCL, 5 0 0MHz) : 5 4. 03 (s, 3 H) , 
4. 06 (s, 3H), 6. 68 (d, J=5. 5Hz, 1 H) , 7. 29 (d, 
J = 8. 5Hz, 2H) , 7. 45 (s, 1 H) , 7. 46 (s, 1 H) , 
7. 82 (d, J=7. 9Hz, 2H) , 7. 90 (d, J=8. 6Hz, 2 H) 
, 7. 91 (d, J = 8. 5Hz, 2H), 8. 60 (d, J = 5. 5Hz, 1 
H) 
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K*#*rffi (FD-MS, m/z) :410 (M T ) 

mmm 125 (#%#d 

HfRS©- hD^ ^ > (10ml) ■£> mi5p a D ©7-V-^ (1. 0 8 1 g) 
irfTM I ?o©2-^^;K>V-r;U^D U K (1. 5 4 6 g) £ffi&S©>f ? T-;b 
t^A(IH) h U :7;M-ay ^ h (6 2 0mg) 6 0ti: 

£0g*l. 6 7 9 g> 1R^7 4%Tlffc 0 
K*^tFrjiS (FD-MS, m/z) : 2 2 6 (M + ) 

12 6 (#%#!) 
4-hKa^y7x^;l/ 2 -y a- — ;b »h> 

H*fem 2 5-e^4-^ F + ^x- ;U 2 - yf^7x^;l/ (1. 
6 6 0 g) ^7dd^I/A (10ml) li^U MT1. OM-fa > h U ^ 
d; K-^7dd^>M (2 9ml) £flD;i> L rt: 0 1 Bfelf#& 

Ml-1. 0M*'a> HJ^n; K-^oo^>^ (15ml) 3rflOPU M 

2 m%w l ^^iszi^^^^j i2ii i5j^©77 &-emm u mme>4t 

5 0 1 g. iK^9 6%Tl#^o 
1 H-NMR (CDC lg , 5 0 0MHz) :<52. 30 (s, 3H) , 

6. 87 (d, J = 8. 5Hz, 2 H) , 7. 22-7. 29 (m, 3 H) , 

7. 37 (td, J=l. 2, 7. 3Hz, 1 H) , 7. 73 (d. J=8. 5 
Hz, 2H) 

m&ftVrm (FD-MS, m/z) :212 (M + ) 
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MMM 12 7 

{4- [ (6, 7-v> l*is-4-*rJ l )Jl) 7 (2-t 

f-JiyjL— )V) J. $ J > (180) 

T.>b=f >m^T> MM®] 12 6 Trmtz 4-bF'o + y7x^ 2-/*Jl7 
^^jl >rh> (1. 3 34g) t4-^W5ytf'J^> (84 5mg) 
£*i/U> (15ml) ^AftMS^Sift L fco 1«4-^od-6, 7 

b**>*y >J > (1. 4 0 6 g) 2 3mmmm&MLtz 0 Kfom 

h U *7 A7jo§?£<t ? n o ATr#BH£. ? n o *;UAJ1 

-K«fc»3fltSJgU Et^+1*->/T-lr h> (2/1) T»5iIv"J*f;l, 
h^77^ -fc.k!)flHB!U 2 5 8 g, iR$5 0%f 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : <5 2. 3 7 (s, 3 H) , 
4. 02 (s, 3H) , 4. 06 (s, 3H), 6. 65 (d, J=4. 9Hz, 
1H) , 7. 23 (d, J=8. 6Hz, 2 H) , 7. 25~7. 35 (m, 
3 H) , 7. 39-7. 4 2 (m, 1H), 7. 45 (s, 1H), 7. 46 

(s, 1H) , 7. 91 (d, J=8. 5Hz, 2H), 8. 57 (d, J=5. 
5 Hz, 1H) 

K*##HS (FD-MS, m/z) : 3 9 9 (M + ) 

fUfe^J 12 8 

(3- [(6, 7-'>7 'J;l/) t^y] 1 jl —Jb} 7 ^—jlt 

gV> (18 1) 

4-?no-6, 7-^^ h^y+y 'J> (112mg) t rUKS© 3 - t K 
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u*i"<yV7 x; > (2 9 7m g ) &m&u n ov^pi o^mmwttz^ 

m^m^m^^y/T^ h > (2/i) -es^-t^BJi-> u -toyji? h 

^57^ - JCt OffiSSIL^ mmolt&VQ&l 2 6mg N iR^6 5%-e^7to 

1 H-NMR (CDC K , 90Mz) : 6 4. 0 4 (s, 3 H) , 4. 05 
(s, 3H), 6. 53 (d, J=5. 3Hz, 1H), 7. 34-7. 88 
(m, 11H) , 8. 53 (d, J=5. 3Hz, 1 H) 
WMftVrm (FD-MS, m/z) : 3 8 5 (M + ) 

^l»J 12 9 (#%^J) 

(1. 2 8 2 g) <tmaRS0 2 -7D^f;l/7 n y K (3 9 2mg) ^^nn*^ 
A (5ml) izMM U rUflRS© fcfX (h'j7x —jl * X ? >r >) v £ A 

(II) 7DiJK(8mg) &A*K 1 1 B*IHHBfE L fc„ RJCfi^»^IHfcW2 3 

L^c 0 MJETig&Sifc^fc^t (6 6 2mg) ^fh7tKo77> (2ml) 
Kf§«?£-t2\ tK (5ml) £ 6 N£B&K»$ft (12ml) £ta;iT 3 Bf PaTO&il 
^L/io SJ€3I^£f£»J 1 2 "3 £ U mm(D4t&®&2 1 

8mg, IK^3 9%Ti#fc 0 

1 H-NMR (DMS O— d„ , 500MHz) : 6 6 . 76 (dd, J = 
1. 2, 3. 1Hz, 1H) , 6. 91 (d, J=8. 5Hz, 2 H) , 
7. 33 (d, J=3. 1Hz, 1H), 7. 87 (d, J=8. 5Hz, 2 H) 
, 8. 06 (d, 3=1. 2Hz, 1 H) , 10. 39 (s, 1 H) 

WM&ltm. (FD-MS, m/z) : 188 (M + ) 
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mmm 130 

{4- [ (6, 7-v7 h^->-4-t7 'J;b) t^y] 7x 

-Jl) / 5 J > (18 2) 
TJl=fymMT^ m&mi 2 9 TUfc 2 - yu^)V 4-kF'n + y7i-i 
Th> (2 05mg) £ 4-v7f;l/7i 7 t° U > (1 4 6mg) U 

> (5ml) cp^Atim&tpmft t /"Co lB#r 0 1^4-^aD-6, 7->>V h + 

'J > (244m g ) 2 o&fffltummfaLtzo fcfcm&wjztmpi 

^ o n jfwU ( 5 / 1 ) -ZrJg^-T -5 i^Jg > U * ?D7^' 

1 H-NMR (CDC 1 g , 500 MHz) : 54. 03 (s, 3H). 
4. 07 (s, 3H), 6. 63 (dd, J=l. 8, 3. 7Hz, 1 H) , 
6. 65 (d, J=5. 5Hz, 1 H) , 7. 28 (d, J = 8. 5Hz, 2 H) 
, 7. 32 (d, J=3. 7Hz, 1 H) , 7. 47 (s, 1H), 7. 48 
(s, 1H) , 7. 73 (d, J=l. 8Hz, 1 H) , 8. 14 (d, J = 
9. 2Hz, 2H) , 8. 58 (d, J=5. 5Hz, 1 H) 
K*##Tffi (FD-MS, m/z) :3 7 5 (M + ) 

13 1 (#%0>J) 

rtaKn D Q®- hoy (5ml) ^ Md d d©7-7-^ (5 4 1mg) tm 
iD a n®3-yf;Ky^;^D'J K (7 7 3mg) trfimShCDX* > i?-j7 A 
(III) h y :7JM-c?y ^ >X;U**- h (4 9mg) ^rjDnx.x 6 0°C(CTlHfea 
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5mg, IR^5 6%-£Wco 
!»»7>tJf iiS ( F D - M S , ra/z) : 2 2 6 (M + ) 



mmm 132 (#%#d 

(603m g) f£i?9nu/ (3ml) fcjgJBU 0M^a> h 

'J -7*o$ F-^dd^>M (11ml) ^flD*.. MzS^^LfCo 2 2B# 
IHBfeRJSfi^tt*IUfcW 1 2 1 £ RfcO^T^S U H®^^3 1 6m 
g> 45^5 6%TTl#^o 
1 H-NMR (DMS O- d c , 5 0 0MHz) :<5 2. 3 8 (s, 3 H) , 

0 

6. 89 (d, J=8. 6Hz, 2H), 7. 3 7-7. 4 7 (m, 4H) , 

7. 65 (d, J=8. 6Hz, 2H), 10. 42 (s, 1 H) 
IlMil(FD-MS, m/z) : 212 (M + ) 



fHfefll 13 3 

{4- [ (6, 7-7^ h^'>-4-t; i J^) t^'>] 7x^1/} (3-> 
^ > (18 3) 

TJl=f>mMT. mbMl 3 2T#fc4-h Ku + ->7x_Jb 3-y^;U? 
^-jl >r\.y (307m g) t4-^^f^7; y t°U (1 9 4mg) 
**U> (5m 1) (fr^AftM+«#Lfc 0 1W4-^do-6, 7 - S> 
/ r*i^y V> (3 2 4mg) *Jn^ N 2 3 B#R3 Jn&iS8fc L Kftm&m* 
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mmm 1 2 2 1 mm^m-etam u 2 6 2 m g . 4 5 %t- 

1 H-NMR (CDC 1 3 , 500 MHz) : <5 2. 44 (s, 3H), 
4. 03 (s, 3H), 4. 06 (s, 3 H) , 6. 66 (d, J=4. 9Hz, 
1H), 7. 27 (d, J=8. 6Hz, 2 H) , 7. 38 (t, J = 7. 3H 
z, 1H) , 7. 41 (d, J = 7. 3Hz, 1 H) , 7. 46 (s, 1 H) , 

7. 49 (s, 1H), 7. 59 (d, J = 7. 3Hz, 1 H) , 7. 64 (s, 
1H), 7. 93 (d, J=8. 6Hz, 2 H) , 8. 57 (d, J=5. 5H 
z, 1 H) 

Ii5}ffl (FD-MS, m/z) :3 9 9 (M + ) 

mmm 134 

^W>J2 2"eM^4 - h V -n-y^-JV^>- 1-/ h + ->^ 3^:7 -;U 
(1. 2 8 2 g) tmffi.Fa<D4-— h nOV^Jl? o ') K (5 5 7mg) 
an^JlM, (5ml) tcjgJSU W&FuWz (hij7x-^X7>f » 
-^-7 A (II) ?uU K (8 m g) £A*U 2 3 NflffianHftitflE L fc 0 RiSfi^ft* 

^A-eSa&L^o «EETi^g*«»;fcg&at (1. 0 4 7 g) ^fh7t K07 
7> (4ml) (c-^^-tt, tK (5ml) £ 6 N£8fc*&ft (1 5ml) £fln;L 

4t€r®}£3 98mg, iK^5 5%-?mtz 0 

■"■H-NMR (DMSO-d 6 , 500 MHz) : 6 6. 92 (d, J = 

8. 6Hz, 2H) , 7. 69 (d, J=8. 6Hz, 2 H) , 7. 89 (d, 
J=8. 5Hz, 2H), 8. 36 (d, J=8. 5Hz, 2H), 10. 62 
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(s, 1H) 

nmftVrm CFD-MS, m/z) : 2 4 3 (M + ) 

mmm 135 

{4- [(6, 7->>7 h^->-4-4/'J^) t4^y] 7x-M (4-- 
hn7x^b) > 9 J y (18 4) 
T;U=T>tvtftT\ H»J1 3 4-e*#fc4- t Fd+'/7x^ 4-— hn7 
>r h> (3 7 Omg) i4-v7f^7 i 7 t°U i>" > (2 0 4mg) £ 
+ yl/> (5ml) ^^AtllS^illfLto 1 W4-^dd-6. 7-v 
^ h + ->+;'J> (340mg) £Jo;U 2 3 nf^WmM L Rfiv/S£$l£ 
HSfe^Jl 3 0 £ ^©^T^S U ^M©<b^^2 3 8mg. JR^3 6%T 

1 H-NMR (CDC 1„ , 5 0 0MHz) : 54. 03 (s, 3H) , 

4. 07 (s, 3H), 6. 69 (d, J = 4. 9Hz, 1 H) , 7. 29 (d, 

J = 8. 5Hz, 2H) , 7. 44 (s, 1H) , 7. 47 (s, 1H) , 

7. 93 (d, J=9. 2Hz, 2 H) , 7. 96 (d, J=8. 5Hz, 2H) 
, 8. 37 (d, J=8. 5Hz, 2 H) , 8. 60 (d, J=5. 5Hz, 1 
H) 

M&ftVrm (FD-MS, m/z) : 4 3 0 (M + ) 

mmm 1 3 6 m^&v 

4-b Ko^y7x-;l/ 3, 4 - / ± U s i?**r >7 ^— )l *r h > 
Mti&&\2 2-C^^4 - h U -n-f^^y- 1 h^->> ^7x7-^ 
(1. 2 8 2 g) £rfTHR,£©tv<n^n-r;l^n U K (6 6 4mg) an* 
(5ml) rTOS^tfX (h'j7x^M77^f » /^v^A 
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(II) *n»J K (8mg) £A*U lBfeJO^ML^o RJS«^«&*ldfe«l 2 3 

L*: 0 ^£T^g£gi^#/c^I (1. 0 3 0g) 4fh7tKn77> 
(2ml) tK (5ml) £ 6 Ni£S?7jc/§& (12ml) £;ta*.T 

io.5 ^Mii^ l tz 0 Kfcm&vaznmm 1 2 3 1 mm^^mm u 

mm<Dik&®}$: 2 1 2mg. JK*£2 9%Tl#/"c 0 

1 H-NMR(DMSO-d g> 50 OMH z ) : 5 6. 15 (s, 2H), 
6. 88 (d, J=8. 6Hz, 2 H) , 7. 04 (d, J=7. 9Hz, 1 H) 
, 7. 21 (d, J=l. 2Hz, 1 H) , 7. 24 (dd, J=l. 8, 7. 
9Hz, 1H), 7. 62 (d, J=9. 2Hz, 2 H) , 10. 34 (s, 1 
H) 

KAftflf fit ( F D - M S , m/z) : 242 (M + ) 



W&m 13 7 

{4- [(6, 7-y^^y-4-^;'J^)tty] 7x^;b} (3, 4 
-y ^l/>i>^-^->^ x£jlQ (18 5) 

7^^>^T> »J1 3 6-eifc4-t Kn + y7x^;b 3, 4-^ 
U>v ; ^-^>>^ Yh> (202mg) i4-yyf^7i; f'Jv?> 

(112mg) ^i/]y> (2ml) *^AtiSfi+it» L*: 0 
ao-6, 7-^h+WJ> (18 7mg) Ztiax., 2 0t$mammmi 

tc 0 sjss^s^njfew 1 2 4 tmmo^mx'Umu mmvitetm* 135m 

H-NMR (CDC 1 3 , 5 0 0MHz) : 6 4. 0 4 (s, 3 H) , 
4. 06 (s, 3H), 6. 09 (s, 2H) , 6. 64 (d, J=4. 9Hz, 
1H), 6. 89 (d, J = 7. 9Hz, 1 H) , 7. 26 (d, J = 8. 5H 
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z, 2H), 7. 38 (d, J=l. 8Hz, 1 H) , 7. 41 (dd, J = 
1. 8, 7. 9Hz, 1H), 7. 46 (s, 1H), 7. 49 (s, 1H), 
7. 88 (d, J=8. 5Hz, 2 H) , 8. 57 (d, 3=4. 9Hz, 1 H) 
W&fttirm. (FD-MS, m/z) : 4 2 9 (M + ) 

13 8 (##W 

rfiBRS©— h u* ? y (10ml) "4^ lfiffcFa<DT -V -Jl (1. 0 8 1 g) 
<tmigi?DO 3 - ( h U 7^tn>f;b) OyV^ n U K (2. 0 8 6 g) t 
rfiWLnh®^ yr-JlWI* (HI) h U 7;^o^ ^ >x;i/**- b (6 2 0mg) 

<&jpx.. 6 o°azx imm&Ltz 0 frfom&M&mmmi 2 0 trnm^mr-mi 

1U mM^it^^l 19mg, CT2 6%Tl#*: 0 

1 H-NMR(CDC1 3 , 500 MHz) : <5 3. 91 (s, 3H), 

6. 99 (d, J=9. 2Hz, 2 H) , 7. 6 0-7. 6 4 (m, 1H) , 

7. 80~7. 83 (m, 1 H) , 7. 82 (d, J=8. 5Hz, 2 H) , 
7. 9 3 — 7. 9 4 (m, 1 H) , 8. 01 (s, 1 H) 

SCfi^tfHfi (FD-MS, m/z) : 2 8 0 (M + ) 

mmm 139 (###j) 

^&fe#Jl 3 8Tl§7t3- h | j7^nyf^7x-;b 4-^ h*-i/7*—Jl> 

(6 5 7mg) £N, N-^^Wwl/AT? K (35ml) {cfgJgU 
h 'J ^Afty h + -> K (4 11ml) ^SDX.. 7;^>^T7WjftiS 
SEL^o ^jg^^Hife^J 3 3 t^OTiST-jGSLs 3t®©{t£r$j£r 4 5 4 
m g> JR^7 3%T^fc 0 
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"H-NMR (CDClj, 5 0 0MHz) : 6 5. 8 5 (s, 1H) , 
6. 94 (d, J=9. 2Hz, 2H) , 7. 62 (t, J = 7. 3Hz, 1 H) 
, 7. 78 (d, J=9. 2Hz, 2 H) , 7. 83 (d, J=7. 3Hz, 1 
H) , 7. 93 (d, J = 7. 3Hz, 1H), 8. 01 (s, 1 H) 

H«J 14 0 

(3-h'J7;l/tayf;b7x-^) {4- [(6, 7 - h^>- 4 -4- 
7 'J ;!/) ^-4-->] 7x-il/) > ^7 > CI 8 6) 

T7b=T>^T. HJS^Jl 3 9-e^^:3- h tf -7Jls*n>L l-jly^—Jl 4- 
fc Fo + ->7x^ *r V y C4 3 2mg) £ 4 nn- 6, 7-v^h + v' 
+y »J > (3 6 3mg) ^v^^U^U u-A,Vt =f-;l,3L-7-)l (1 0ml) 

^ 1 6 owi i^mcmmLtzo ^mm^^m^umm^m- b 
^ (5/1) -e®Ba"rs»«'>y ^y-n/^nv h^*5 7>f -{c«kt)3(*«!L> mm. 

<D4k-&m%:2 0 4mg, 10^2 8 %t*fttio 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 4. 0 3 (s, 3H), 
4. 07 (s, 3H), 6, 69 (d, J=4. 9Hz, 1 H) , 7. 30 (d, 
J=9. 2Hz, 2H) , 7. 47 (s, 2H), 7. 66 (t, J = 7. 9H 
z, 1H), 7. 87 (d, J=7. 9Hz, 1 H) . 7. 92 (d, J=9. 
2Hz, 2H), 8. 00 (d, J = 7. 9Hz, 1 H) . 8. 08 (s, 1 H) 
. 8. 60 (d, J =4. 9Hz, 1 H) 

(FD-MS, m/z) :4 5 3 (M + ) 
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TfJIRaO— ho^ ^ > (5m 1 ) cK mSSSOT— y-JU (0. 5ml) irfJ 
jRSO'>^n^4-1f>*;l/jK— ^l/^n U K (0. 63ml) £ rfaflfc.S©^ y 
t^A(III) h'j7;^n^>7M4-h (2 8 8mg) 6 OVtz 

h^77>f -KJ;t)fil«U 3ffiB©<t^fe*5 1 7mg, iK^5 1 

H — NMR (CDCL, 5 0 0MHz) : 51. 21-1. 88 (m, 
10H), 3. 19-3. 25 (m, 1 H) , 3. 87 (s, 3 H) , 6. 93 
(d, J=9. 2Hz, 2H), 7. 94 (d, J = 9. 2Hz, 2H) 
Kl^ftl (FAB-MS, m/z) : 219 (M + +l) 

mmm 142 (#%w 

4 - i/ 9 u^*-^ )Vz$—)\,- 1 - b Ko^->K>-tr > 
HJfe^lJl 4 1 4 u^i/JlsJj )l#—Jl- 1 b*v"<>-b:> 

(5 1 7mg) £>N, N-v>7f;^l/A7; K (2 0ml) lci£fc?U ^h'J 
*?U*<%* b+>K (5 3 8mg) Z1m?L, T)l^ymMri^lMfmmLtz 0 

4 8 7m g> IK^9 3%-elifco 
1 H-NMR (CDCL, 500 MHz) : 51. 23-1. 88 (m, 
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10 H), 3. 19-3. 2 5 (m, 1 H) , 6. 06 (brs, 1H), 
6. 89 (d, J = 8. 6Hz, 2H), 7. 90 (d, J = 8. 6Hz, 1 H) 
K*^tff<6 (FD-MS, m/z) : 2 0 4 (M + ) 

mmm 143 

*±JS] > (18 7) 

T^=f>^fitT> HJfeflll 4 2-e^4-->^ n^+Wl^MCr^U- 1 - fc 
Kntv/^>-tf> (2 7 3mg) i4 o a - 6, 7 - i? / U > 

(lOOmg) ^^jc^P>^U f;bx-f;l/ (0. 2ml) i;r?gft? 

s-tN i 6 o°c^3 o^a^L^o RJ6»^«r*i&ftKiteK*^ h u ^atk^ 

7>f - M «fc *) fifS! U Sfi©M458mg N iK^3 3%"C^ 0 

1 H-NMR (CDClg, 500 MHz) : 51. 21-1. 93 (m, 
10H), 3. 2 4-3. 2 9 (m, 1 H) , 4. 03 (s, 3 H) , 4. 06 

(s, 3H) , 6. 60 (d, J=5. 5Hz, 1 H) , 7. 24 (d, J = 
8. 5Hz, 2H) , 7. 45 (s, 1 H) , 7. 47 (s, 1H), 8. 05 

(d, J=8. 5Hz, 2H) , 8. 55 (d, J=5. 5Hz, 1 H) 

K*##rft (FD-MS, m/z) :3 9 2 (M + +l) 

mmm 144 (#%#i) 

TfJSSSO— ho^^> (10ml) <K TfJIgSOT — V — (1. 0 8 1 g) 



WO 97/17329 



13 4 



PCT/JP96/03229 



iHaRS© 2 - (h'j7MD^f;b) K>yM^^o'J F (2. 0 8 6 g) t 
TfJSfcStTM >y x;Ufc:^A(III) h'j7^D>^>x;^^-F (6 2 0mg) 

SSJL> *«©ffc£4J5* 1 . 4 0 2 g. JRs&5 o%-e^o 

1 H-NMR(CDC1 3 , 500MHz) : S 3. 8 8 (s, 3H), 

6. 93 (d, J=9. 2Hz, 2 H) , 7. 3 7-7. 3 9 (m. 1 H) , 7. 

6 0-7. 6 3 (m, 2 H) , 7. 75 (d, J=9. 2Hz, 2 H) , 7. 7 
3 — 7. 7 8 (m, 1 H) 

S*##Hfi (FD-MS, m/z) : 2 8 0 (M + ) 

H»] 14 5 (###!) 

(1. 4 0 2 g) *N, N-^^fM^7; K (15ml) digflPU 
-7- h 'J 7Afty K (8 7 7mg) ^SD^ T;!^*>M^T4B£P B m*fel 

1. 0 5 0 g N iK^7 9%-el#rbo 

! H-NMR (CDCL, 500 MHz) : 5 5. 88 (s, 1H), 

6. 87 (d, J=8. 5Hz, 2 H) , 7. 3 7-7. 3 8 Cm, 1 H) , 

7. 58~7. 63 Cm. 2 H) , 7. 71 (d, J=9. 2Hz, 2 H) , 7. 

7 6-7. 7 8 (m, 1 H) 

W&ftm m. (FD-MS, m/z) : 2 6 6 (M + ) 
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mmm 1 4 6 

(2-h'J7^ayf;b7x-;b) {4- [(6, 7-^hty-4-^ 
J U JlQ Hr^-^ 7 t 9 J y (3 5) 

kF'o^i/?^^ YF> (9 5 9mg) <t 4 - "J/ =?-)lT 5 / t°U 5?> (4 
8 4mg) £*->b> (7ml) 4^A*lMS*Jf# L/c Q 1W#4-^do 
-6, 7-^h*WJ> (8 0 5mg) m> 1 H&DnH&BSE L fc e Ktt 
2I£-$j£IIJfe0Jl 3 0 i|lI«©^-eMSL> mmcDit^^rS 99mg, JK^ 

5 5%-?mtz 0 

1 H-NMR (CDC L , 5 00MHz) : 6 4. 01 (s, 3H), 
4. 06 (s, 3H), 6, 67 (d, J=5. 5Hz, 1 H) , 7. 22 (d, 
J = 9. 2Hz, 2H), 7. 42 (s, 1 H) , 7. 4 2-7. 4 4 (m, 1 
H) , 7. 45 (s, 1H), 7. 62-7. 68 (m, 2 H) , 7. 8 0- 
7. 81 (m, 1H), 7. 87 (d, J=8. 6Hz, 2H) , 8. 58 (d, 
J =5. 5Hz, 1 H) 

M#fflfi (FD-MS, m/z) : 4 5 3 (M + ) 



ilifefll 14 7 (##0>J) 

4 - n-y^-Jly ^^Jl 4- 1 h*i/7 jr h > 

rfJ^SO— ho^^> (10ml) rfJR&OT — V-;b (1. 0 8 1 g) 
irfrlSS© 4 - (n-y^;l/) K>W;U?a'J K (1. 9 6 7 g) <hmB5S© 
-f v ^^t^AdH) h'J7Mo^^>x;^^-h (6 2 0mg) £2jdpU 

6 o°c{cT6^raia^L^o Rjtai^«r*ii»« i 2 0 tuio^t^L, 

««0{k^«l*8 6 3mg. JR^3 2«T?Hfc 0 

1 H-NMR (CDC 1 0 , 5 0 0MHz) : 50. 95 (t, J = 7. 3H 
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z, 3H), 1. 38 (tq, 5=1. 3, 7. 3Hz, 2 H) , 1. 64 (q 
uint, J=7. 3Hz, 2H), 2. 69 (t, J=7. 3Hz, 2 H) , 
3. 89 (s, 3H) , 6. 96 (d, J=9. 2Hz, 2 H) , 7. 27 (d, 
J=8. 6Hz, 2H) , 7. 69 (d, J=8. 6Hz, 2 H) , 7. 82 
(d, J=9. 2Hz, 2H) 

m&ftVrm. (FD-MS, m/z) : 2 6 8 (M + ) 
14 8 

(8 6 3mg) <£N, N-i>7^*^7 5 K (5 0ml) IC^JSL, h U 
^Aft> h + v'K (5 6 3mg) ^rJn^> T^=f>SlMT7NrPaJP*iflBftLfco 

^9 6%X-ntz 0 

1 H-NMR (CDClg , 5 0 0MHz) : 5 0. 95 (t, J = 7. 3H 
z, 3H) , 1. 38 (tq, J=7. 3, 7. 3Hz, 2H), 1. 64 
(septet, J=7. 3Hz, 2 H) , 2. 69 (t, J=7. 9Hz, 
2H) , 6. 35 (s, 1H), 6. 92 (d, J=8. 5, 2 H) , 7. 28 
(d, J=7. 9Hz, 2H) , 7. 69 (d, J=8. 6Hz, 2H) , 
7. 7 7 (d, J =8. 5H z, 2 H) 
IlMi (FD-MS, m/z) : 2 5 4 (M + ) 
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mmm 149 

(4 -n-y^-Jiy {4- [ (6, 7--^> ^y-4-4^y 'J;i/) 

j^rvg 7^ — Jl) *?J> (4 0) 

T;Un*>^T> HWJ1 4 St^U-n-yf^x^ 4-tKo* 
•>7x-i y h > (7 2 7mg) t 4 on- 6, 7-/7 F + y+;'J> 
(6 3 9mg) £v^P>^»J n-^^V^;^--^^ (10ml) KmMZ 

is owi oB^Fam^is^t^o ^m^^mmmm-f- h ^a*^ 

Omg, 1R^3 2%Ti#tf: 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 50. 95 (t, J=7. 
3Hz, 3H), 1. 38 (tq, J = 7. 3, 7. 3Hz, 2H), 1. 62 
~1. 68 (m, 2H) , 2. 71 (t, J=7. 3Hz, 2 H) , 4. 04 

(s, 3H) , 4. 07 (s, 3H) , 6. 65 (d, J=4. 9Hz, 1 H) , 
7. 26 (d, J=8. 5Hz, 2 H) , 7. 31 (d, J = 7. 9Hz, 2H) 
, 7. 46 (s, 1H), 7. 49 (s, 1 H) , 7. 76 (d, J = 7. 9H 
z, 2H) , 7. 92 (d, J=8. 5Hz, 2 H) , 8. 58 (d, J = 
5. 5Hz, 1 H) 

nm^mm (FD-MS, m/z) : 44 0 (M + -l) 
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mmm 150 (#%w 

mSSnS.©- bny ^> (5ml) miS^T^V-^ (5 4 lmg) irfr 
ffi.Fn<D3-7Jl*ns\>*/4Jl7n U K (7 9 3mg) <t rfJBSnn©X^7 >ify& 
(III) h U 7Woy ^ h (4 9mg) ^flnx.. 6 0°C{CT3B^ 

mm$Z>*s')ti>f)\>>7u-? h^77^ - lc J; «3 *jf SSJ U ^SO-fb^tJ^ 5 8 5m 

g> 45^5 i%-vmzo 

K»##rffi (F AB-MS, m/z) : 231 (M + +l) 



mmm 151 (#%w) 

4 - b H'o^->^^c;V 3 - 7 a 7 j. — ;l 
MMmi 5 0nnfz3 -7Jl*a y* — jl 4-n + ->7i-;b y h > 
(580m g) £i^oo^> (5ml) lC7g#?U tK^TI. 0M^o> h 

'J7-D; F'-^7od^>M (2 3ml) &m?L, m&tp3®.8tnLtz 0 K 

H — NMR (DMSO-dg, 500 MHz) : 56. 91 (d, J = 
8. 5Hz, 2H), 7. 44-7. 49 (m, 3H), 7. 57-7. 61 
(m, 1H), 7. 68 (d, J=8. 5Hz, 2H) , 10. 51 (brs, 
1H) 

M£fr#ffi6 (FAB-MS, m/z) : 217 (M + +l) 
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mmm 152 

{4- [(6. 7-v>V h*i/-4 -*J *±i£\ 7x^Jl/} (3-7 

;l/^-o^^^;U) (17 6) 

7-h> (373m g) i4-^W;;fiJ^> (2 3 2mg) 
£4->U> (5ml) ^Aft^ffi^fllSi L fco 3«4-?dd-6, 7- 
h + ->*y >J > (3 8 6mg) *Jp^ 2 1 ^T^W^MM L fz a MJ&zS£#J 

Ii:^ot.AA/^ixf^ (5/1) «t§il'>^y 
07^77^ -»c«fc*)fllt!!U £JB<ZMfc^Kr£4 8 4mg, JR^7 0%T 

1 H-NMR (CDC 1 „ , 5 0 0MHz) :<5 4. 0 4 (s. 3 H) , 

4. 07 (s, 3H), 6. 6 7 (d, J =4. 9Hz, 1H) , 7. 2 8 (d, 

J = 7. 9Hz, 2H), 7. 31-7. 33 (m, 1 H) , 7. 46 (s, 
1H), 7. 47 (s, 1H) , 7. 48~7. 53 (m, 2H), 7. 59- 

7. 61 (m, 1H) , 7. 93 (d, J=8. 6Hz, 2 H) , 8. 59 (d, 
J=5. 5Hz, 1H) 

W&ftVrm (FD-MS, m/z) : 40 3 (M + ) 

15 3 

N- {4- [ (6, Y*i/-4-*1-*/*)—)V) *±jS] y 

~N' - (2 H^->7^_;U) ^1/7 (113) 
6, h*f-4- (4-7;;7x; + ^) > (10 Omg) 
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£h;ui> ciomi) izmmmmttz^ 2-/ h+->7x^Kv<>77- 

h (0. 3 6ml) £JO>u 4 O^^iS^LfCo ^^Hf*^. ^M^n 
u*Jl>A/J 5 J -Jl (10 0/1) > ^L^^np*^A/74r by (5/1) 
-eJg8H-£ S/'J iifJlij^J*? - <fc «9 fit U 

1 1 2mg. 1R^7 5%Tl#/c 0 

1 H-NMR (DMSO-dg , 500 MHz) : 6 3. 90 (s, 3 H) , 
3. 98 (s, 3H), 3. 99 (s, 3 H) , 6. 90 (t, J=7. 9Hz, 
1H), 6. 96 (t, J=7. 9Hz, 1 H) , 7. 03 (t, J=7. 9H 
z. 1H) , 7. 23 (d, J=9. 2Hz, 2 H) , 7. 39 (s, 1 H) , 
7. 55 (d, J = 9. 2Hz, 2H), 7. 57 (s, 1H), 8. 15 (d, 
J = 7. 9Hz, 1H), 8. 25 (s, 1 H) , 8. 55 (s, 1 H) , 
9. 4 4 (s, 1 H) 

KS^tffffl (FD-MS, m/z) : 4 4 6 (M + ) 



mmrn 154 

N — {4- [ (6, 7-'Jjf h^ri/-4-^^V''J-;b) ~7 jl — ^l/} 

-N / - (3-y h^v^^--^) (114) 

6, 7-^h + ->-4- (4-7;;7xy+'» *^-v*l> > (1 0 Omg) 
£h;l,jc> (10ml) <C}fjD^fl?L7t^ 3-^ h * >7 V ->7:J— 

h (o. 3 6mi) *an*.> 4 oftrumm&ffiLtzo mm*^'^ mm* ? a 

a*)ll±/t 9 J -jl (10 0/1) . (J:i^^oD^;bV7t h y (5/1) 

3 lmg, J|»2 1%7?#^ 0 

1 H-NMR(DMSO-d 6 , 500 MHz) : 5 3. 7 4 (s, 3H), 
3. 98 (s, 3H) , 3. 99 (s, 3 H) , 6. 56 (d, J=7. 9Hz, 
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1H), 6. 96 (d, J = 7. 9Hz, 1 H) , 7. 15-7. 25 (m, 
4H), 7. 38 (s, 1H), 7. 53-7. 60 (m, 3H), 8. 55 

(s. 1H), 8. 76 (s, 1H) , 8. 81 (s, 1 H) 

WMfttirm (F D —MS, m/z) : 4 4 6 (M + ) 

mMM 15 5 

N- {4- [ (6, b*is- 4-*±VV 7 n—Jl} 

-N' - (4-^ V*is-7 z.—)^ OUT (99) 

6, 7-v^y h4^>-4 - (4-7^7x;+y) 4^V'J > (8 1 mg) 
£-h;l,jL> (5ml) tztam^mLtz^ 4-^ h + v/^i^^-i' Vv'TtH- h 
(0. 2 9 m 1 ) £j&n*.. 4 O^^MiSML^o tFrtli L fcffi^^ L> 
^ >T"^ L^S©fk£$l£ 60mg, JK^ 4 9 %Tlf fc c 

H — NMR (CDClg, 5 0 0MHz) : 53. 79 (s, 3H) , 
4. 06 (s, 3H), 4. 07 (s, 3 H) , 6. 48 (s, 1H), 
6. 64 (s, 1H), 6. 91 (d, J = 9. 2Hz, 2 H) , 7. 20 (d, 
J=8. 6Hz, 2H) , 7. 27 (d, J=8. 6Hz, 2 H) , 7. 32 
(s, 1H), 7. 47 (d, J=9. 2Hz, 2 H) , 7. 55 (s, 1 H) , 
8. 6 0 (s, 1 H) 
Si^tffl (FAB-MS, m/z) : 44 7 (M + +l) 

15 6 

N- {4- [ (6. 1-*J* h^j/-4-^7-y'J-^) *-*->0 7^— ;l} 
-N / - (2 -7;M-Q7^— ;lQ (116) 

6, 7->M h + ->-4 - (4-7U7x; + -» *^V*'J > (1 0 Omg) 
&hJliL> (10ml) ic tin&igm L fc^ 2-7^0 7x^7^77-- 
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h (0. 3 0ml) £fln>U 4 0ftfflJmmMffi.Ltz o tfrtii Ltzmft&mm U h 

1 H-NMR (DMSO-dg , 5 0 OMH z) : 53. 98 (s, 3H), 
3. 99 (s, 3H) , 7. 0 0 — 7. 0 4 (m, 1H) , 7. 13-7. 17 
(m, 1H) , 7. 2 3-7. 2 7 (m, 3 H) , 7. 39 (s, 1H) , 
7. 5 4-7. 5 7 (m, 3 H) , 8. 10-8. 20 (m, 1H) , 8. 55 
(s, 1H) , 8. 65 (s, 1H), 9. 26 (s, 1 H) 
nmftVrm (FD-MS, m/z) : 4 34 (M + ) 

mmrn 157 

N- {4- [ (6, h^->-4-^^-'/'J^) ~7 z-—)\A 

-N' -n-Zf^Jl^UT (2 2 0) 

6, 7-^y b + ->-4- (4-7$y7xy + y) > (1 0 Omg) 

£h;Ui> (10ml) KlBfmmLfz.^ n-7*f M V ->77- h 

(o. 29mi) 4 o^rnmmmwiLtzo mmzm£;%L, si^^n 

*;UA/r-trh> (5/1) TrJg^* ->y iiffr-h^h** n-e -fc 

1 H-NMR (DMSO-dg , 500 MHz) : 60. 90 (t, J = 

7. 3Hz, 3H) , 1. 2 8-1. 4 6 (m, 4H), 3. 09 (q, J = 
6. 7Hz, 2H), 3. 97 (s, 3 H) , 3. 99 (s, 3 H) , 6. 23 

(brs, 1H), 7. 14 (d, J=9. 2Hz, 2 H) , 7. 37 (s, 1 
H) , 7. 47 (d, J=9. 2Hz, 2H) , 7. 55 (s, 1 H) , 

8. 5 3 (s, 1H) , 8. 5 8 (b r s, 1 H) 
WmftVtm (FD-MS, m/z) : 3 9 6 (M + ) 
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%mm 158 

N — {4- [ (6, h^->-4 zJtl *±>0 ^ - 

(4 - t e r t -y^Jly x.-)V) J7Jl#*-V-i K (2 1 3) 

6, 7->M K + (4-7$;7x; + «» (5 4mg) £ 

$in a D ©4 - t e r t - ^f ^lil (1 0 2rag) £N, N- f-;U*;U 
AT^ K (3ml) L fcSU l-.xf-.fc- 3- (3' -*J**J],T Z J7 

afc°;lO rt-fcaK^S KSftittS (1 06mg) £fln;U Mfi{cT6B#r B 1«^L^ 
^> HWJ5 1 iH«©»m-<t-3"rfll»!Lx mm<Dlt&M%:2 9mg, 
3 5 %Tl#/c 0 

1 H-NMR (CDC 1 „ , 9 0MHz) : 6 1. 36 (s, 9H), 
4. 05 (s, 3H), 4. 08 (s, 3 H) , 6. 48 (d, J=5. 3Hz, 
1H), 7. 1~8. 1 (m, 11H) , 8. 49 (d, J=5. 3Hz, 1 H) 

KMftVrm. (FD-MS, m/z) : 4 5 6 (M + ) 

15 9 

N- {4- [(6, b*i/-4-*S VJW 7 *—Jl} -N 

-y *Jl- (4 - t --/f ;t/7^— >fc) § K (15 6) 

nmmi 5 sx-n^titzN- {4- [(6, 7-^n*'>-4-+;H) 

7xi;H - (4-t-W7x-;i/) *;MMf-*5 K (lOOmg) 

£N, N-^f**M7$ K (3ml) izmmtti^ TR^bf- b U >7 A 
(lOmg) 0 < CiCTlB#r H 1«#L*:gU a^fcyf-^ (3 1mg) £ 

^48mg, JR^4 6%T^^ 0 

1 H-NMR (CDC 1 g , 90MHz) : 6 1. 28 (s, 9 H) , 
3. 54 (s, 3H) , 4. 04 (s, 3 H) , 4. 05 (s, 3 H) , 
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6. 3 2 (d, J = 5. 3 H z , 1 H) , 7. 0-7. 3 (m, 8H) , 

7. 42 (s, 1H), 7. 50 (s, 1 H) , 8. 47 (d, J=5. 3Hz, 
1 H) 

m&ftVrm (FD-MS, m/z) : 4 7 0 (M + ) 

mmm 1 6 o 

N — (4- t -yf-Jiy - {4- [ (6, h^>-4-^y 

UJU) £±2] ^x-M ft^^-fr^ K (15 5) 

4- (6, 7-'>'y h + y-4- + 7'J^) t+y^Iit (5 4mg) <tm 
ISi? D 0 4 - t e r t -:/?-;UT— U > (1 0 2m g) £N, N-i)7fWU 
T 5. K (3ml) icJgffPLrt:^ 1-^^-3- (3' -vV^^UT^y^n 
h°;tO ^ KdtttSeffi (1 0 6mg) i£t:t6^P B TOLfc^ 

i^jfe^j sit mm^mm^ & ^ xmn u mm^t^* 2 9 m g . ji» 3 5 % 

1 H-NMR (CDCU, 90MHz) : (5 1 . 34 (s, 9 H) , 
4. 03 (s, 3H), 4. 06 (s, 3 H) , 6. 57 (d. J=5. 3Hz, 
1H), 7. 2-8. 1 (m, 11H), 8. 55 (d, J=5. 3Hz, 1 H) 

fl^lfftt (FD-MS, m/z) : 4 5 6 (M + ) 

m&m i6i mmm) 

2- (6, 1-*J* Y**/-4-*; -2 - (4-^p^7x-;b) T 

rfcgg©4 -^d*7 i^UT-fe h U (4. 3g) ^ (1 0ml) 

fc»#PU O'ClcflflteWfcgU TKfUfb^hU^^ (1. 0 g) ^Jra^SOt 
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(2. 2g) &mz-i5#i&m&ts **aifft»if- ^ffimL^o ^tkbkk 
*hy*AT?*atsu ?saE*e*L. >/Mti*-;b (2/d -c 

irat s u 5 a ^ □ 7 f y 5 7 - j= J: o jfiMBi u mmoit&fa* 

8 5 0m g> iR^2 2%TFl#fc 0 
1 H-NMR (CDCL, 90 MHz) : <5 3. 66 (s, 3H) , 

3. 80 (s, 3H), 5. 40 (s, 1H), 6. 74 (s, 1H), 6. 9 
~7. 4 (m, 6H) , 8. 54 (d, J=4. 6Hz, 1 H) 

MmftVrm (FD-MS, m/z) : 382 CM + ) , 3 8 4 (M + +2) 

m&m 16 2 

6, l-4y-4- (4-^p ; 67x-jM^) ^;'J> 

mmm 1 6 1 -e^n*: 2 - (6, 7 - s> >* h * > - 4 - * y y ;u) - 2 - 

(4-yn^7xi;l/) T -fe b — h U (8 5 Omg) £6 0 %5llfflfeK*tt (5 

*u on.-fwbA/y ^y-ju (loo/i) -esBa-rsv/y^y^* 

7A^avh^77>f-i:«kl3ilS!U mmcDlt&VQZ: 2 6 Omg, iR^3 3% 

1 H-NMR (CDCL, 90 MHz) : 6 3. 90 (s, 3H), 

4. 0 2 (s, 3H) , 4. 3 1 (s, 2H), 6. 9~7. 5 (m, 7 H) , 
8. 6 3 (d, J =4. 4Hz, 1 H) 

Il^t (FD-MS, m/z) : 35 7 (M + ) . 3 5 9 (M + + 2) 
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mmm 1 6 3 c&nw) 

7^3*>^i^ mmmi 6 2-C»£ttfc6, 7-^h*y-4 - (4- 
yn^7x^Mf^) (2 5 0mg) ^ff7tKo77> (4ml) 

i^mmt- 7 8°C^r^L/cm. 2. 5M©n-7*f;MJf7A^t« 

(o. 3mi) £?irF l 1 mmm& t tz 0 fh7t Ko77> ami) 

C^LfcMt h 'J - n- 7-f JbXXWLs - 7 8°C-e2B#r B 1fll^L^o 7k 

m&^Jr-V- > (3/1) T~mffl-tZis ] ) i*>f)\sfi 1 7J*9u'* 

1 H-NMR (CDCL, 9 0MHz) : <5 0. 7 — 1. 6 (m, 2 7 H) , 
3. 88 (s, 3H) , 4. 02 (s, 3 H) , 4. 34 (s, 2H), 7. 0 
~7. 5 (m, 7H) , 8. 63 (d, J=4. 6Hz, 1 H) 

16 4 

{4- [ (6, h*is-4-*S VA,) jt*)\,l y*—M (4-t 

-73-)l7 ^—Jl>) / (16 2) 

HJtem 6 2Tf»&*lrt:6, 7 ->M f*4">- 4 - (4-hU-n-7*f-M 
^-t7x^;Mf;l/) +;'J> (82mg) N TUBS© 4- t -zf^Jl^OV^ 

o "J K (3 1mg) fc£ tiX (b 'J 7i-JU*x?>r » 

7A (II) yoij K*?oo*M (3ml) lc?£i?U Jq^jS^Tx 15^ 
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1 H-NMR (CDC 1 g , 9 0 MH z) : 51. 36 (s, 9H), 
3. 91 (s, 3H). 4. 03 (s, 3 H) , 4. 45 (s, 2 H) , 7. 0 
~7. 9 (m, 11H), 8. 66 (d, J=4. 4Hz, 1 H) 

SS^fi (FAB-MS, m/z) : 440 (M + +l) 

mmm 1 6 5 

N- {4-7 )l*u-7 3, — )V) -W - {4- [ (6, 7-vM h ^ v - 4 - 
^yjJl/) ft»U7 (2 0 3) 

6, 7-i^ b*i;-4- (4-7;;7x; + y) +7'J> (1 0 Omg) 
^rh;bjc> (10ml) {cflnltJtf&JS? L rt:^ 4-7^o7xz;W^v->7 
(52mg) Ztiax.^ 2 4ti$mtinmmWiLtz 0 ?gi&£S£U ^£*o 
a^^A/pf^y-;b (1 0 0/1) TS§rr6:>U7^;U#7A?nv h^^ 

^ H — NMR (DMSO-dg, 500 MHz) : 5 3. 93 (s, 3H), 
3. 95 (s, 3H) , 6. 50 (d, J=4. 9Hz, 1 H) , 7. 15- 
7. 2 5 (m, 4H) , 7. 4 0 (S, 1 H) , 7. 4 7 — 7. 5 0 (m, 3 H) 
, 7. 59 (d, J=8. 6Hz, 2 H) , 8. 50 (d, J=5. 5Hz, 
1H), 9. 80 (brs, 1 H) , 9. 84 (brs, 1 H) 

nmftffim (FAB-MS, m/z) :4 50 (M + +l) 

16 6 

1- (4 -7Jl*u7*—Jl) -2-v7;-3- {4- [ (6, l- f J* b 

ij;u) :fr^>] — p*T—P> (2 0 4) 

^Jfe^li 6 5-em^n^N- (4-7^to7 I -;i') -n' - {4- [(6, 



WO 97/17329 



14 8 



PCT/JP96/03229 



b*i/-4-*y 7x-M f-**l/y (3 3mg) „ 

n^s* * K (31mg) N ttBtlO^y^oe^xf^ 

>£ttffcy*-U> (10ml) KigJBLfco :-i:THF (1ml) {cjgf? 
LfcS'T*-* K (1 6mg) ^jD^.^S-C—Bfea^L^o fcttteS^fcU 
?nnWA//^-^ (1 0 0/1) «t5">'J ^W5A^n7 h 
^5 7>f-lc«kt)flKKL^ mM^it^^: 3 4 m g . iRsg 9 9 

1 H-NMR (CDCL , 90 MHz) :<54. 03 (s, 3H), 
4. 05 (s, 3H) , 6. 50 (d, J=5. 1Hz, 1 H) , 6. 8~ 

7. 6 (m, 10H), 8. 52 (d, J = 5. 3Hz, 1 H) 
mMfttixm. (FD-MS, m/z) : 4 5 7 (M + ) 

mmm 1 6 i 

N — (2 -7;M-o:7x^.;t0 -N' - {4- [ (6, l-V* h*rf-4- 

*cJV>V) j^frvj f-^-frUT (2 0 5) 

6, h + (4-7i;7x7 + y) U > (1 0 Omg) 

(10ml) ICjJDJ&igft? L tz^ 2-7;l/to7x-;I/f^-rvv'7 
*-h (0. 0 5ml) £jDn*.> 2 4 NfKJn^SM L tz 0 j&B|£@*U 
^□nm/y^;-^ (1 0 0/1) T'i^t^y'J *W7A^o7 h 
^77^ -l£«kt>fif*!U ^©>fb£-$j£6 6mg. JR^4 296-e#7^ 0 

1 H-NMR (CDCL, 90MHz) :<54. 03 (s, 3H), 
4. 05 (s, 3H) , 6. 53 (d, J = 5. 3Hz, 1 H) , 7. 1~ 

8. 0 (m, 10H), 8. 53 (d, J=5. 1Hz, 1 H) 
Sl^ffl (FAB-MS, m/z) : 4 5 0 (M + +l) 
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mmm 1 6 8 

1- (2 -y^ny ^-;U) -2-^77-3- {4- [ (6, 7 - h 
^y-4-=iry 'J;b) ±±±1 y^—M ?T—i>y (2 0 6) 

HJfeflll 6 7-C»&*lrt:N- (2-7Md7x^) -N' - {4- [ (6, 
7-^^-4-+;']^) *-*S/] 7*-M ft^UT (42mg) N 
vJv/^D^wt/^;^-^? K (3 7mg) ^ ftii&B® y -fu ifjlJL^-ji 
r ^y^mt/^^y (10ml) izmmttio CCCTHF (1ml) IZfeM 
Lfii/T+i K (20mg) &fln*.^T*— Bfc«# L *r G 

^nnt^A/^;^ (1 0 0/1) > U *W7A^D7 h 

1 H-NMR (CDC K , 90MHz) :d>4. 04 (s, 3H). 
4. 06 (s, 3H), 6. 53 (d, J=5. 3Hz, 1 H) , 7. 1~ 
7. 6 (m, 10H), 8. 47 (d, J=5. 3Hz, 1 H) 
WMftVrm (FD-MS, m/z) : 45 7 (M + ) 

mmm 1 6 9 

N — (2-^ h^r->y^— AO -N / - {4- [ (6, 7-^ h - 4 - 
*7U;lQ j^vj ^.x-;U} f-^-^UT (2 0 7) 

6, h4-->- 4 - (4-7;;7x; + -» U > (100m g) 

£t>Aocy (10ml) KjQ?fe?g#?L*:gU 2-^ h*i/7x-W^7i'7 
*-h (0. 0 5ml) £}JD;t. 2 4^Jnl!*iiSML/:o i£K£e*U SSS^ 
^no^A/^y-^ (1 0 0/1) -£m$&f Z> -> U A? 0-7 h 

^5 7>f-{c«k*3JfiliS!U mm<D4k&®& 7 8 m g . JR^5 0%^^ o 

••■H-NMR (CDClg, 90MHz) :<53. 86 (s, 3 H) , 
4. 04 (s, 3H) , 4. 05 (s, 3H), 6. 52 (d, J=5. 3Hz, 
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1H), 6. 9~8. 1 (m, 10H), 8. 52 (d, J=5. 1Hz, 1 H) 
mmfttirm (FAB -MS, m/z) :4 6 2 (M + +l) 

mmm no 

tt->] 7* — )\A ft^U? (2 0 9) 
6, h + *>-4- (4-7;/7x;*-» 4-/ 'J > (8 Omg) £ 

H;Ujl> (10ml) CSDll&igJBLfcSU 

h (0. 0 4ml) ^DX.. 2 4 B#PBTO&£3«t L tz a ^^®*L. ^S£r?o 

o*;ua/^ -;U (10 0/1) -eggat*S'> U *W?a^d7 

1 H-NMR(CDC1 3 , 90MHz) :(52. 3 8 (s, 3H), 
4. 03 (s, 3H) , 4. 04 (s, 3 H) , 6. 50 (d, J=5. 3Hz, 
1H), 7. 1-7. 8 (m, 10H), 8. 50 (d, J = 5. 3Hz, 1 H) 

nrnftrnm cfd-ms, m/z) : 445 (m + ) 
mm 171 

N — (3-yf-;b7x-jl/) -N / - {4- [ (6, h4->-4-4 
l UJlQ *±]S\ 7 j-—M 3-**?\sT (2 11) 

6, 7-5*> h + ">-4- (4-7;77x;+y) * J 'J > (8 lmg) £ 
h;bjn> (10ml) l:MSiLf:^ 3->f ^7x-W^vm- 

h (o. 0 4mi) &ijqx-, i5&mamamLfzo u ma*9u 

(10 0/1) •CHHf'Bv'y *W7A?n7 
1 H-NMR (CDC 1, , 90 MHz) :<52. 40 (s, 3H), 
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4. 03 (s, 3H) , 4. 05 (s, 3 H) , 6. 52 (d, J=5. 1Hz, 
1H), 7. 1-7. 8 (m, 10H), 8. 51 (d, J = 5. 3Hz, 1 H) 
IlMt (FD-MS, m/z) : 44 5 (M + ) 



mmm 112 

1- (2-^f;t/7xz;l/) -2-->Ty-3- (4- [(6, 7->^h^ 
y-4-47'J^) jh£yj ?T—iJ> (2 10) 

HWJ17 0T-it,tl/;N- (2-yfJl/7x-;b) -N' - {4- [ (6, 
h4-->- 4- + y >J;10 7x-;H ft^UT C2 4mg) N 

iSispnsKJfisjlijjmiJJ $ K (4 5mg) . v-f V tVl^^ 

T^>£^ft^?-P> (7ml) K7§8?Lfc 0 ::i:THF (1ml) fcfgflfL 
/:->7t-; K (2 8mg) £#0*.^ L/Co ®££®±U 

od^a/^;-^ (100/1) t-M^Sv-U^vi^^a^o^ 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 2. 3 6 (s, 3 H) . 
4. 03 (s, 3H) , 4. 04 (s, 3H), 6. 46 (d, J=5. 5Hz, 
1H), 7. 3 0-7. 45 (m, 9H), 7. 50 (s, 1H), 8. 49 
(d, J=4. 9Hz, 1H) 

Steffi (FD-MS, m/z) : 45 3 (M + ) 
17 3 

1- (3 -jt f2kZjE£^kj - 2-->77-3- {4- [ (6, 7-v>'> 
y-4-^;'j;b) j^j/] 7 jrT—*J> (2 12) 

m&mn (3-**ji7~—m -n- - {4- [ (6, 

7-->7^y-4-+;'Ji) 7x-;M ^:*-5UT (18mg), 
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: Ji/9 u^Jf-^foijjVtf'JJ ^ K (3 5mg) > teHlOv'f V^nt°;bxf 

t i y^t&itt (6ml) izMMLtzo :ci:TH F (1ml) iz-mmt 

tzi/T+i K (2 3mg) ^JO^^fiT— L tz 0 7§jiS£g£U 

□ Dt>w^;-^ (i o o/i) TJg^-i. ->y ^W7i,?o7 

1 H-NMR (CDCL, 500 MHz) : 6 2. 38 (s, 3H), 
4. 03 (s, 3H), 4. 04 (s, 3 H) , 6. 48 (d, J = 5. 5Hz, 
1H), 7. 1 0~7. 45 (m. 9H), 7. 51 (s, 1H), 8. 48 
(d, J=5. 5Hz, 1H) 

m&ftVrm. (FD-MS, m/z) : 4 5 3 (M + ) 
17 4 

4-t: Kn^->7x-;l/ 3 - h U !7;U;j- ptJ-^- > 7 z-—)\> >r Y > (#%fflj) 
f^SS^J2 2Tl#fc4- h 'J -n-7 , ^;U7 t >- 1 -y h + -»f^7x/-^ 

(i. 3 g) fmm.a a (D4- (h -j 7Moy <>v*-r;b ^oo^> 

lAOl^a 'J K (6 74mg) ^^nn^M (5m 1) l;i7gft?U mi5.£><D tf 
X (h 'J7x^X7^ » v>-7A (I I ) ? n U K (8mg) £A*U 
lBfeil^L/Co RJSzl^^ll*fe^J 2 3ilHj^©^T^lj-rs*^«k'9^5i 

-T-jim*. wimm^^^'y^^^Ltz 0 ms.ymm^w^tzmm. 

(2. 0g) ^-f h7tKo77> (4ml) f;rfgft?£-tK * (5 m 1) i6N 
MWkmm (15ml) &1m?LT 8mfflMffiLtz 0 %.fom&®)$:7kt?un*jl 

OT^tFffit (FD-MS, m/z) :2 8 2 (M + ) 
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mmm 175 

(4-h'J7Mo^ h^y7x^.;b) {4- [ (6. 7 -V /• 4- 
U ;IQ ^ »>] -7 y ^y > (2 8 4) 
Wfemi 1 7Tl#7t4 - t Ko + ->7i^b 3 - h U 7;^Dt*'>7x- 
;b ^rF> (5 8 1mg) <tmSR>S.©4 -v^y ^ / t°'J >?> (2 7 7mg) 

^+->i^> (20mi) ^Ati^ r ji ^ >%mrFm.&*pmw l tc 0 1 b$ibj& 4 - 

1-2* h + i/+y U > (4 6 0mg) £fln*.s 2 4 Np^JD^iSM 

o n * ;b Amzmykmm-? ->-7A l tz 0 «ffT^e*«^ £ n^s 

^d^t h^5^>r -lcJ:t)f»Sf^ miz9aa*j\,I*/ffigtm-Jl (5/1) T- 
S^t^fl^'J ~ ^ <k *3 HISS! U &m<D4t&®$: 

4 7 Omg. JR^4 9%Tl§fc 0 

1 H-NMR (CDC 1 3 , 5 0 0 MH z ) : 5 4. 03 (s, 3H), 
4. 07 (s, 3H), 6. 66 (d, J=4. 5Hz, 1H) , 7. 28 (d, 
J=8. 5Hz, 2H) , 7. 35 (d, J=8. 7Hz, 2H) , 7. 46 

(s, 1H) , 7. 47 (s, 1H), 7. 89 (d, J=8. 5Hz, 2H), 
7. 92 (d, J=9. 2Hz, 2 H) , 8. 59 (d, J=4. 5Hz, 1 H) 

afi#tFHfi (FD-MS, m/z) : 4 6 9 (M + ) 

HJfe^J 17 6 

rUKiSiO— hny ^> (1 0m 1) tfj > rfJRSOT — V-JU (1. 0 8 g) i 
fip D p©4-3-HX>'/^^^niJ K (2. 6 7 g) £ rffflRS©>r y -T-;Hf«7 
A (I I I) h"j7^Dy^>x;^*-h (6 2 0mg) *Ja*. N 6 0ti: 
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1§r$F&7 2 2m g. 1R^2 1 %Ti#/c 0 
M»##rffi (FD-MS, m/z) : 3 3 8 (M + ) 

HS&fl&J 17 7 

4-bKo^r->7x-;l/ 4-3 - K7x-/b ^ h > (#%^>J) 
(722m g) £>^nny ^> (20ml) KjgJgU *^T1. 0M*u> 

h »; t*p ^ f-^dd^ (9mi) ^jid*.. mi&tpmn l tz c i®& 

il&fo* 3 8 0 m g . 5 5 %X~'&fz 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 5 6. 89 (d, J = 
8. 6Hz, 2H) , 7. 44 (d, J=8. 5Hz, 2 H) , 7. 65 (d, 
J=8. 6Hz, 2H) , 7. 92 (d, J=8. 5Hz, 2 H) , 10. 47 
(s, 1H) 

IlTjtfTffl (FAB-MS, m/z) : 3 2 5 (M + +l) 

mmm 1 7 8 

{4- [ (6, |M0 *jr_^] 7 (4-3 

— K"7 jc— ;U) (2 8 5) 

T;U=r*>^T> HS&0J1 2 0^7^4-11 Ko + i/7x^l/ 4-3 - 
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*.=.;U >rYy (3 8 Omg) £ 4 - 'J / f-A,T S J t° U i?> (1 5 8mg) £ 
*-i/ls> ( 1 1 m 1 ) #^An^zS*3K# L tz Q 2M4-^od-6, 7- 
h + WJ> (2 62mg) £fln;i. lWillLfcc SlCS^^fiS 

7=jh -^.toifsssu ii^DD^^A/stxf^ (5/i) -era§-r* 

^B'>'J iiYAstu-? W?-7J -Kl«k*)ttSBiU mm<D4t&W& 4 5 9mg, 
JR^7 7%T^o 

1 H-NMR (CDC1 3 , 500 MHz) : 54. 03 (s, 3H), 
4. 07 (s, 3H) , 6. 66 (d, J=4. 9Hz, 1 H) , 7. 27 (d, 
J=7. 6Hz, 2H), 7. 46 (s, 1H), 7. 47 (s, 1H), 
7. 54 (d, J=8. 6Hz, 2H) , 7. 88 (d, J=7. 9Hz, 2 H) 
, 7. 90 (d, J=8. 6Hz, 2 H) , 8. 58 (d, J=5. 5Hz. 1 
H) 

M^tff<fi (FD-MS, m/z) : 511 (M + ) 

mmm 179 

rPBRfi©— Fd^> (10ml) 4U rfJHRSOT— V-^ (1. 0 8 g) i 
rfJlSnD© 4 — 7*o 1/ vV ;|/^d'J K ( 2 . 2 0 g) £ rOTS©-r TJl\i * 
A (I I I ) h U 7^tn^ >x;U**- h (6 2 Omg) ^fln^U 6 0°Cf- 

Timmw Ltz 0 ^mm.^<m^t^ na^jv^r^m^ ^dd^i^ 
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1 H-NMR(CDC1 3 , 500 MHz) : <5 3. 8 9 (s, 3 H) , 6. 
97 (d, J=8. 6Hz, 2H) , 7. 62 (d, J = l. 8Hz, 2 H) , 

7. 62 (d, J = l. 8Hz, 2H) , 7. 80 (d, J=9. 2Hz, 2 H) 
W*^*ffiS (FD-MS, m/z) : 2 9 0 (M + ) , 2 9 2 (M + + 2) 

mmm iso 

4-bKa4 : ->7x^ 4-^a^7a^l/ >t Y > (##ffil) 
HJte^J 1 2 2Tf1#;fc4 -y h + i/^i— ;U 4-ynt7x-;l- >*r h > 

U. 6 5g) ^i>-?on^^> (2 0ml) l:g)SU tK^TI. 0M*'d> 
MJ^o; F-^dd^ >m& (23ml) m&tpmWLtZo lBfe 

(Dik&fa&l. 3 4 g. HK^8 5 96T»fc 0 

1 H-NMR(DMSO-d g , 500MHz) : 56. 90 (d, J = 

8. 5Hz, 2H), 7. 61 (d, J=8. 5Hz, 2 H) , 7. 66 (d, 
J=8. 6Hz, 2H), 7. 74 (d, J=8. 5Hz, 2H) , 10. 46 
(b r s, 1 H) 

K*#tfrfi (FD-MS, m/z) : 2 7 6 (M + ) ,2 7 8 (M + +2) 

mmm isi 

{4- [(6, 7 - : JJ h4-»>-4 UJU) 7^— ;U} (4-7 

n^7x-;b) J ? J y (2 8 6) 
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X ^;U ^rh> (1. 1 8 2 g) i4-^f^7; 7 b°U v>> (5 7 3mg) 
£+i/l^> (37ml) 4^A*lM&*iK# L *: 0 3 053i£4-?au-6, 7 

h + '>+;U> (9 5 4mg) £flnx.. 1 H&flD.S&il^t L fc 0 
tSfD^S?7KS^ h U ^ATK^i ? no*7UA-?#lim> ? n n*;bA®£&|7k 

/i^ixf ;^s^t§ y y *f n-7 vy^-y * - \z. & >o mw®k^ Mf-?o 

f-£<9*if£S!U mmv^tfo* 1 . 5 7 4 g. JR^7 9%-Cl#7c 0 

1 H-NMR (CDC 1 3> 5 0 0MHz) : 5 4. 0 5 (s, 3 H) , 
4. 06 (s, 3H), 6. 66 (d, J=4. 9Hz, 1H) , 7. 27 (d, 
J=8. 6Hz, 2H) , 7. 46 (s, 1 H) , 7. 47 (s, 1 H) , 
7. 65 (d, J=7. 9Hz, 2 H) , 7. 70 (d, J = 8. 5Hz, 2 H) 
, 7. 90 (d, J=8. 6Hz, 2 H) , 8. 58 (d, J=5. 5Hz, 1 
H) 

(FD-MS, m/z) :4 6 3 (M + ) , 4 6 5 (M + + 2) 

mmm 1 8 2 

(4- [(6, 7 -'J/ -*J U ;!/) ? ^ — ;b} [4- 

(N-y ^;bb°^5^y) (2 8 7) 

^ -7"h> (2 3 2mg) ^h^jc> (5ml) ^A*U MiCrfJBK,£cDN 
-^^^t'^^^v (61mg) ^ th>J-7A t -7*> + -> K (6 7mg) „ 
bT* ( h ij7x-;^X7-f » v^A (I I ) ? n U K (7mg) 

/rM. i o or 431 7^p s i!t^L7t 0 sjczg^^f^n^b-*- h y ^ATkrg&i 
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s.Tmm^mm^tifzmm^ ^dd^a/^;-^ (i o/n tji^ 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 52. 37 (s, 3 H) , 
2. 58 (t, J=5. 5Hz, 4H) , 3. 41 (t, J=5. 5Hz, 4 H) 
, 4. 04 (s, 3H) , 4. 06 (s, 3 H) , 6. 63 (d, J=4. 9H 
z, 1H), 6. 92 (d, J=9. 2Hz, 2 H) , 7. 25 (d, J = 
8. 5Hz, 2H), 7. 45 (s, 1 H) , 7. 51 (s, 1 H) . 7. 81 

(d, J = 8. 5Hz, 2H) , 7. 87 (d, J=8. 6Hz, 2 H) , 
8. 56 (d, J =4. 9H z, 1 H) 

Mfc9tfNt (FD-MS, m/z) : 4 8 3 (M + ) 

mmm 1 8 3 

{4- [ (6, l_ = _2_t A-*J UjtO t^->] :7^_;U} [4-^e 

^■j;7x^l/] y^7> C2 8 8) 
T^rf^mSTK HifefJl 2 3 T'fl/: 4 - t F'o + ->7x- ;U 4-7'n^7 
>rh> (232mg) * b;Ui> (5ml) ^^A^ M«£lUIES©e 
;1>*U > (52mg) , t -^h+y K (6 7mg) N fx (h U 

7xzWx7^) /n'^v^A (I I) ?d'JK (7mg) £r;5n;LfcgL 
1 0 0 "C4 3 1 Lfco RJtSE£<ftl£t§fnt£ffc-*- h 'J ^ ^7K7§^i * n n*;U 

*»»5»nfcSiaE*x ^ao*;bA/ftS?Jif-;l/ (5/1) -CgHM- S *Mh> 'J 
*WD7h/77^ - K «fc t> «fS! U *«<Z>ft£«B*3 2mg N JR^l 4% 

1 H-NMR (CDC 1 „, 500 MHz) : <5 3. 34 (t, J =4. 9H 
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z, 4H) , 3. 88 (t, J=4. 9Hz, 4 H) , 4. 04 (s, 3 H) , 

4. 07 (s, 3H) , 6. 64 (d, J=5. 5Hz, 1 H) , 6. 92 (d, 

J=9. 2Hz, 2H) , 7. 26 (d, J=7. 3Hz, 2 H) , 7. 83 
(d, J=9. 2Hz, 2H) , 7. 87 (d, J=8. 5Hz, 2H) , 

8. 56 (d, J = 5. 5Hz, 1H), 7. 49 (s, 1 H) , 7. 51 (s, 
1H) 

Il^tt (FD-MS, m/z) : 4 7 0 (M + ) 



mmm 1 8 4 

{4- [ (6, 7-*JM Y*is-4-*J U^LQ ;fr^vQ [4-b° 
d'J->V7x-;I/] t ? J y (2 8 9) 

* .=.j|, yh> (232m g) £■ (5ml) t£^A*U MKrfJBKiS©t 0 

a'Ji?> (4 3mg), th'^A t h + -> K (6 7mg) N t'X (h 'J 
7x_MX7^ » /^v^A (I I) ^o'JK (7mg) fcfln**:^ 1 0 

0 1 mm l fc 0 sje«^»*i»Bi«[<fc^ h u * ^mmt ? a □ 

S&ftfcg&afte^ ?on*^/ftixf;b (5/1) "CgM-*- ZMM S"J *y 
Mo7h^77-f -IwitJUWKLs $fi<0M*4 5mg, iR^2 0%T^ 

1 H-NMR (CDC 1 3 , 500 MHz) : 52. 0 5~2. 08 (m, 4 
H) , 3. 38-3. 41 (m, 4H), 4. 04 (s, 3 H) , 4. 06 (s, 
3H) . 6. 57 (d, J=9. 2Hz, 2H) , 6. 62 (d, J = 4. 9H 
z, 1H), 7. 24 (d, J=8. 6Hz, 2 H) , 7. 45 (s, 1 H) , 
7. 52 (s, 1H) , 7. 82 (d, J = 9. 2Hz, 2 H) , 7. 8 4 (d, 
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J=8. 5Hz, 2H) , 8. 55 (d, J=4. 9Hz, 1 H) 
Kftfrtfffll (FD-MS, m/z) : 4 5 4 (M + ) 

HSfe^J 18 5 

{4- [(6, 7->7h^y-4-^ l J^) ^->3 7x-/b} [4-b° 

^'j-^7x^] (2 9 0) 

^ (2 32mg) > (5ml) 4^A*U Hl-rf^S© t° 

v> (51mg) ^MJ7A t -yh + i^ K (6 7mg) N fx (h »J 
7i^*X7^ » ><^ : 3*JU (I I) ?n'J K (7mg) £3JQ;L^^ 

i o o °c* i efejf^i \_t Zo Kfom&m&tmimti- v u ^ atr^^ ? n o 

?DD*^A/ftixf^ (5/1) -eJgHN-£i¥Jiv'<i 

#>r;l^ 07^77^ - <fc *9 fif £1 U mmoit&VQt: 7 5m g> 1R^3 2% 

1 H-NMR (CDC 1 q. 5 0 OMH z) : 6 1. 68 (brs, 6H), 
3. 38-3. 39 (m, 4 H) , 4. 04 (s, 3H), 4. 06 (s, 3 H) 
, 6. 63 (d, J=4. 9Hz, 1H) , 6. 89 (d, J=8. 6Hz, 
2H), 7. 25 (d, J = 8. 5H z, 2H) , 7. 45 (s, 1H), 
7. 52 (s, 1H), 7. 80 (d, J=9. 2Hz, 2 H) , 7. 86 (d, 
J=8. 6Hz, 2H) , 8. 56 (d, J=4. 9Hz, 1 H) 

WMftVtm (FD-MS, m/z) :4 6 8 (M + ) 
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mmm 1 8 6 

N- (2-/ h^y-4-l: , 7x^;l/) -N' - {4- [ (6, 7 - i? * h4- 
is- 4 -*J 'J ;b) frUT (2 2 2) 

6, 7->M h+^-4- (4-7;77xy + y) +yj > (5 2mg) £ 
MU> (5ml) l«U h >J J-^^T ^ > (1 m 1 ) £Jra*.fc^ h >J "7 
tXf> (52mg) £flD*-. 2 #P H m*&12ift L fc 0 SJC^2-y h^->-4 
-K'7x-;l/7; > (1 0 3mg) ^Jn^ 1 3 ^Msitftt Ltz Q S^tc^ 

®?7km-*- h >j v ^Tkmm&mz., ^m^)v^2mm^Ltzmmmm^im-M.m 

a^;l,V7th> (10/1) -eJgia-t'-S i/ »J trfJlfi^A? ov h 77 7 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 3. 6 7 (s, 3H), 
4. 00 (s, 3H) , 4. 04 (s, 3 H) , 6. 44 (d, J=5. 5Hz, 
1H), 6. 86 (d, J = 8. 5Hz, 1 H) , 7. 10 (d, J=8. 6H 
z, 2H) , 7. 21-7. 37 (m, 4 H) , 7. 43 (s, 1H) , 
7. 53-7. 59 (m, 5 H) , 7. 79 (s, 1H) , 8. 41 (s, 1 H) 
, 8. 48 (d, J=4. 9Hz, 1 H) , 8. 53 (d, 3=2. 4Hz, 
1H) 

WMftVrm (FD-MS, m/z) : 521 (M + ) 

mmm 1 8 i 

N- (2, 6-^'-fV7'Db^7x^;l/) -N' - {4- [ (6, h 
^y/-4-^y'J^U) gj^vj 7^— ;M 7 1/7 (223) 

6, 7 h**>-4 - (4-7;;7x7 + y) +;>J> (5 4 m g) £ 

h;l^ji> (5ml) KSSU h'Jx^7;> (1ml) £in*.*:£U \- \) y 
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t^'> (53mg) 8 ^mDBMWL L tz 0 ^fSi: 2 , 6 - *J<<V •? 

Dh°;UT~'J> (0. 0 5ml) £fln*.> 1 5^Wft«lftjlflELfco KJfc&fc^g! 

*;bA/7-feh> (10/1) -eiBSt-S^'J^^^A^DTh^?^- 
K«fc!)*IIS!U gfi©{b^ftl*6 9mg, 7 6 %Tl#*; 0 

1 H-NMR(CDC1 3> 5 0 0MHz) : <5 1 . 26 (m, 12 H), 
3. 39 (m, 2H) , 4. 03 (s, 3H), 4. 04 (s, 3 H) , 
6. 09 (brs, 1H) , 6. 28 (brs, 1 H) , 6. 42 (d, J = 
5. 5Hz, 1H) , 7. 08 (d, J=8. 5Hz, 2 H) , 7. 26 (m, 
1H), 7. 29-7. 40 (m, 5H) , 7. 53 (s, 1H) , 8. 46 
(d, J=4. 9Hz, 1H) 

(FD-MS, m/z) : 4 9 9 (M + ) 

mmmi 8 8 

N — (2-?pp-4-— Fo7x-^) — N ' - {4- [ (6, 7-y> h 
4->- 4 'J JlQ j^vj 7 ^ — ;b} frUT (2 2 4) 

6, 7-v>Vh4^>-4 - (4-7;;7x; + y) +7U> (1 0 4mg) 
%hJl^> (10ml) (Cjtaa&jgfBLfctk, 2-^n-4--hD7x^M 
V->T*- h (1 5 Omg) ttiax., 1 0 #HJD&ii8lE L *:<> tfrtiJ LT#fc*gil 
fcflPRU b;Ui>T"^-r-5C<!:{C«kt)^jgcD{b^#I^l 7 2mg> JRsfJ 

i o o%-cmtzo 

X H-NMR (DMSO-dg, 5 0 0MHz) : 6 3. 9 4 (s, 3 H) , 
3. 95 (s, 3H) , 6. 46 (d, J=5. 5Hz, 1 H) , 7. 24 (d, 
J =9. 2Hz, 2H), 7. 38 (s, 1 H) , 7. 51 (s, 1H) , 7. 



WO 97/17329 



16 3 



PCT/JP96/03229 



62 (d, J=8. 6Hz, 2H) , 8. 23 (m, 1 H) , 8. 35 (m, 
1H) , 8. 4 6 (d, J = 5. 5H z, 1 H) , 8. 5 7 (m, 1 H) , 
8. 84 (brs, 1 H) , 9. 85 Cbrs, 1 H) 
Wmfttftm (FD-MS, m/z) : 4 94 (M + ) ,4 9 6 (M + +2) 

mmm 1 8 9 

N — (3-^ag-2-y Y*-^7^-)l) -N / - {4- [ (6, 7->M 
b*i/-4 -*J 'J;lQ *±j/\ y^—M VUT (2 2 5) 

6, b*is-4- (4-7;77xy+y) +7'J> (58m g) 

bJlx.> (5ml) izlmmrgMLt^ 3-^00-2-^ + ^7^^7 
m-h (0. lml) £Jn;U 2 2&mMimii&ffiLtz 0 K££*nojM/A 
/T-fe h> (10/1) •VMg&-f& f s l ) i]tf)l>ii^^?u-?vy^U-\z&io 

1 H-NMR(CDC1 3 , 500MHz) : 6 3. 73 (s, 3H), 
4. 02 (s, 3H), 4. 05 (s. 3H), 6. 47 (d, J=5. 5Hz, 
1H), 7. 01-7. 06 (m, 2 H) , 7. 15 (d, J=8. 5Hz, 
2H) , 7. 43 (s, 1H), 7. 52 (d, J=9. 2Hz, 2 H) , 
7. 57 (s, 1H), 7. 81 (s, 1 H) , 8. 16-8. 19 (m, 2 H) 
, 8. 5 0 (d, J =5. 5 H z , 1 H) 
®S##Hi (FD-MS, m/z) : 4 7 9 (M + ) , 4 8 1 (M + +2) 

nmm 190 

N — (2-^QD-6-yf^7x-;l/) -N' - {4- [ (6, 7-vM h 
4y-4-+;'J^) ;U} 7b7 (2 2 6) 

6, 7-^n + ->-4 - (4-7U7x;*>» +7'J> (5 2mg) £ 
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h;Uoi> (5ml) KlJQ*&feMLtz'&^ 2-^no-6-^f^7x-;KV'> 
T*-h (0. 1ml) tetiaz.^ 1 7 ftmm&MffiLtZo ffitii LTZtzmik&m 
KU h;l/i>T«t5Cii:.l:!5^fi©^!i^6 lmg, iR^7 4%T^ 

1 H-NMR(DMSO-d 6> 500 MHz) : <5 2. 28 (s, 3 H) , 
3. 94 (s, 3H), 3. 94 (s, 3 H) , 6. 43 (d, 3=4. 9Hz, 
1H), 7. 18 (d, J =9. 2Hz, 2H), 7. 20-7. 36 (m, 3 
H) , 7. 38 (s, 1H), 7. 52 (s, 1 H) , 7. 59 (d, J=9. 
2Hz, 2H) , 7. 98 (s, 1 H) , 8. 4 5 (d, J =5. 5Hz. 1 H) 
, 9. 0 3 (s, 1 H) 

K*#flfH (FD-MS, m/z) :4 6 3 (M + ) , 4 6 5 (M + +2) 



mmm 191 

N- (3-^aa-6-y h^->7^^;U) -N' - {4- [(6, 7 -'J/ 
Hr i/ - 4 — y U ;10 (22 7) 

6, 7 -v?* h^v-4 - (4-7;77xy + y) +7^ (52m g) £ 
(5ml) KflDJl&l&t? L fcSU 3-^nn-6-y h*->7x-;HV 
«>T^-h (1 1 lmg) £flD>U 2 9 5>RgJnlfe«m L 7t 0 ^aE3:?nn*;UA 
/T-fe h > (10/1) •> U *W7A^D7 h/57^ -{Cck«9 

H — NMR (CDClg, 5 0 0MHz) :6 3. 6 0 (s, 3H) , 
3. 99 (s, 3H), 4. 05 (s, 3H), 6. 46 (d, J=4. 9Hz, 
1H) , 6. 6 9 (d, J =8. 5 Hz, 1 H) , 6. 9 0 (m, 1H), 
7. 11 (d, J=9. 2Hz, 2H) , 7. 42 (s, 1 H) , 7. 53 (d, 
J =8. 5Hz, 2H), 7. 58 (s, 1H), 7. 82 (s, 1H), 
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8. 32 (m, 1 H) , 8. 4 8 (d, J = 5. 5 H z, 1H), 8. 5 2 (s, 
1 H) 

5C»##Hfi (FD-MS, m/z) : 4 7 9 (M + ) , 4 8 1 (M + + 2) 

mmm 192 

N — (4-^QD-3--hn7x-^) -N' - {4- [ (6, 7 - -JJ: ^ 
^v-4-^y'J^) ^-^->] >>l/7 (22 8) 

6, 7--;7^ + y-4- (4-7;77x7^y) 'J > (5 2mg) £ 
h;bi> (5ml) L fcSL 4-^oo-3--ho7x^JWVy 

T*-h (224mg) ^So^> 8^Mil^tL^ 0 tFfttl It £ T^H^aSS* 
U h^xyTj^ft^^ii^^goftA^! 2 5 mg% iR^7 5%"e^ 

1 H-NMR (DMSO-dg, 500MHz) :(53. 93 (s, 3H), 
3. 95 (s, 3H), 6. 46 (d, J=4. 9Hz, 1 H) , 7. 21 (d, 
J=8. 5Hz, 2H), 7. 38 (s, 1H) , 7. 51 (s, 1H), 
7. 60 (d, J=8. 5Hz, 2 H) , 7. 65 (s, 1 H) , 7. 67 (s, 
1H) , 8. 3 1 (s, 1 H) , 8. 46 (d, J=4. 9Hz, 1 H) , 

9. 0 1 (s, 1H) , 9. 2 7 (s, 1H) 

K*#f/Tffi (FD-MS, m/z) : 4 6 3 (M + ) , 4 6 5 (M + + 2) 



nmm 193 

N- (2, 4-y^oo7x^) -N / - {4- [ (6, 7-v^ h4->- 
4-^yjJb) t^->] 7*—Jl} OUT (2 2 9) 

6, 7-5?y h*v'-4- (4-7;;7x7 + i/) +;'J> (53m g) £ 
h;l,;r.> (5ml) iwflnHMglBL/igU 2, 4-^DD7x-;Kvy7^- 
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h ( 1 1 5 m g ) £flp>U 2 0 &T*StolMMM I tz Q tFftB L T § tz&ah&i&tyL^ 

1 H-NMR (DMSO-dg, 500MHz) : 53. 94 (s, 3 H) , 
3. 95 (s, 3H) , 6. 45 (d, J = 4. 9Hz, 1 H) , 7. 22 (d, 
J=8. 6Hz, 2H) , 7. 39 (s, 1 H) , 7. 40 (m, 1 H) , 7. 
51 (s, 1 H) , 7. 59 (d, J=9. 2Hz, 2 H) , 7. 62 (m, 1 
H) , 8. 21 (d, J=9. 2Hz, 1 H) , 8. 40 (s, 1 H) , 8. 4 
6 (d, J=5. 5Hz, 1H) , 9. 56 (s, 1 H) 

M*ftVfm (FD-MS, m/z) : 4 8 3 (M + ) 

mmm 194 

N- (2, 6-^^ao7x-;l>) -N / - {4- [ (6, 7-i>* 

jjfri/) 7 :c ■=.;!/} ^7 (2 3 0) 

6, h + *>-4- (4-7^7i; + y) +;'J> (52m g) £ 

h;Ujc> (5ml) fcjtajfcjgtfp L fcSU 2, 6-^oo7x-Hvm- 
h (12 5mg) ^Jn^U 1 2#PsWSytS?tL/Co tfrtii LT£/cii£f|£z«SKU 
h jliL ^ m&®4t£V!}%: 8 1 m g . JR^ 9 6 %~entz 0 

1 H-NMR (DMSO-d g , 500 MHz) : 53. 94 (s, 3H), 
3. 94 (s, 3H), 6. 43 (d, J = 5. 5Hz, 1H) , 7. 14- 
7. 20 (m, 2H), 7. 32 (dd, J=7. 9, 7. 9Hz, 1 H) , 
7. 38 (s, 1H) , 7. 51-7. 5 4 (m, 3H), 7. 60 (d, J = 
9. 2Hz, 2H), 8. 23 (s, 1 H) , 8. 45 (d, J=5. 5Hz, 
1 H) , 9. 0 9 (s, 1 H) 

Kfi##f4I (FD-MS, m/z) : 4 8 3 (M + ) 
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mmm 195 

N — {4 — [ (6, 7->M h4-->-4-^y U;U) -7 X.-JI} - 

N / - [1- J-f^k] (2 3 1) 

6, 7- V* h*is-4- (4-7;;7xy + y) +/'J> (5 4mg) £ 
h;loc> (5ml) Kflnl&S&a? L rtigU 1- (1 — *-"7*-;U) xf;Kvm 
-h (0. 0 5ml) <&tJDX.> 1 0 0 &M&nftkjlfflt L fc c ffi^no^W 
T-fe h > (1 0/1) -CJSSfl-^«5'>';*^U^^A^ h^'^^^ -tcfcOffi 

1 H-NMR (DMSO-dg, 50 0 MH z ) : 51. 55 (d, J = 

6. 7Hz, 3H), 3. 93 (s, 3 H) , 3. 94 (s, 3 H) , 4. 62 
(m, 1H), 6. 39 (d, J=4. 9Hz, 1 H) , 6. 79 (s, 1H), 

7. 11 (d, J=9. 2Hz, 2H) , 7. 36 (s, 1 H) , 7. 49- 
7. 5 8 (m, 7H) , 7. 8 3 (m, 1 H) , 7. 9 4 (m, 1 H) , 8. 1 
7 (m, 1H), 8. 42 (d, J=5. 5Hz, 1 H) , 8. 52 (s, 1 H) 

K*##Hit (FD-MS, m/z) : 4 9 3 (M + ) 



19 6 

N- (2-n-73-Jl7 ^-Jl-) -N / - {4- [ (6, 7_ z £* h*->-4 
-^yj^) ^-4->] -^1/7 (2 3 2) 

6, 7--^^y-4 - (4-7;;7x; + -» * J II > (119m g) 
£h;Ui> (12ml) JcJRSBU h'Jif^7$> (2. 4ml) ^Jn*.*:^ 
h'j7t7y> (13 3mg) 2 ^RHnMSft L fz 0 SM(:2-n- 

7f;i,7x^7; > (0. 13ml) fcflniU 1 0 ^R&ODJ&BSE L fc e R&ifc 
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^?nn^A/7th> (4/1) -vrnffl-tz ~>U o^? 

7 ^ - {c J; *9 ffiftS! ^jg©^^ 130rag N JR^ 6 9 %Tl#/c 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 50. 92 (t, J = 
7. 5Hz, 3H), 1. 3 2-1. 4 0 (m, 2 H) , 1. 50 — 1. 57 
(m, 2H), 2. 59 (t, J=8. 9Hz, 2 H) , 3. 93 (s, 3H) , 
3. 94 (s, 3H) , 6. 44 (d, J = 4. 9Hz, 1 H) , 6. 98- 

7. 0 2 (m, 1 H) , 7. 12-7. 1 7 (m, 2 H) , 7. 1 9 (d, J = 

8. 9Hz, 2H), 7. 51 (s, 1 H) , 7. 58 (s, 1H) , 7. 59 
(d, J=8. 5Hz, 2H) , 7. 71-7. 75 (m, 1H) , 7. 89 
(s, 1H), 8. 46 Cd, J=4. 9Hz, 1 H) , 9. 11 (s, 1 H) 

Ki^fffi (FD-MS, m/z) : 471 (M + ) 

mmm 197 

N — (3 -J- h4^>ft>^*'— ^7^ — — N' - {4- [(6, 
^v-4-^y'J->>U) 7 jl— M frUT (2 3 3) 

6. 7 -S?y h^>-4- (4-7;y7x; + -» + / U > (1 3 lrag) 
&hJl^> (10ml) IcWmmML^ h'JxW;> (2ml) ^Jnx./r^ 
h'J7txy> ( 2 1 3 m g) £JniU 2 #lffljtJD3&»«E L fc e RJE&Ur 3-7; 
^51Sixf;l,iXf^ (0. 1ml) £>fln;U 7 #F^0£fe£ftE L fc e R^ft 

^nn^W7th> (10/1) "egH^* »J ii^f^ii^ A* n v h $^ 

1 H-NMR (CDC 1 3 , 500MHz) : 51. 36 (t, J =7. 3H 
z, 3H) , 4. 02 (s, 3H), 4. 05 (s, 3H), 4. 36 (q, J 
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= 7. 3Hz, 2H) , 6. 45 (d, J=5. 5Hz, 1 H) , 7. 13 (d, 
J=9. 2Hz, 2H), 7. 38-7. 45 (m, 4H), 7. 48 (d, J 
= 9. 2Hz, 2H), 7. 56 (s, 1 H) , 7. 75 (d, J=7. 3Hz, 
1H), 7. 80 (d, J = 7. 9Hz, 1H), 7. 90 (s, 1 H) , 
8. 4 8 (d, J = 4. 9H z, 1 H) 
St*##HS (FD-MS, m/z) : 4 8 7 (M + ) 



H»J 19 8 

N- (2, 3-^^pp7x-;1/) -N / - {4- [ (6, 

^y] 7x- "7U7 (2 3 4) 
6, 7->M h+v-4- (4-7;77x; + y) +7'J> (52m g) * 

hJV^y (5ml) lz1m$&MM L tz'&^ 2, 3-^on7i-;Kvm- 
h (0. 0 5ml) 2 O^HttPJJWtaELfco KJ£}§&£:5> o o*;UA/ 

T-fer h> (10/1) Tf®ga"#--5->'J^^U*7A^ov -(CcfcDIt 
ML. mmcDlterV!}* 8 4 m g ^ JR^l 0 0%^: o 

1 H-NMR(CDC1 3 , 500 MHz) : (5 4. 00 (s, 3H), 
4. 05 (s, 3H) , 6. 45 (d, J=5. 5Hz, 1 H) , 7. 11- 

7. 17 (m, 4H) , 7. 41 (s, 1 H) , 7. 53 (d, J=9. 2Hz, 
2H) , 7. 57 (s, 1H) , 7. 91 (s, 1 H) , 8. 22 (d, J = 

8. 5Hz, 1H), 8. 48 (d, J=5. 5Hz, 1 H) , 9. 12 (s, 
1 H) 

M##fffi (FD-MS, m/z) :4 8 3 (M + ) 
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mmm 199 

N- (2, 4-;^an7i-;b) -N' - {4- [ (6, h^v- 

^-^->] -)P7 (2 3 5) 

6, 7-yy h + (4-7;;7x; + ^) 4^7 'J > (58mg) £ 

h;Ujc> (5ml) i^M?g^L/c^ 2, 4-y'7Dn7x-;WVy7*- 
h (9 3mg) £Jn;L N 2 0 ftfitfJQf&MffiL Ltz c Kfomm* 9 o a *;bA/T-tr 
h> (10/1) Tlit5'>'J^W7A^oT h^77>f -icJ^ttflHU 
^I©ft^6 9mg, 1(2*7 3%T*mz 0 

1 H-NMR(CDC1 3 , 500 MHz) : 54. 0 4 (s, 3H), 
4. 06 (s, 3H) , 6. 47 (d, J=4. 9Hz, 1H) , 6. 98 (d 
d, J=2. 4, 8. 5Hz, 1 H) , 7. 19 (d, J=8. 5Hz, 2 H) , 
7. 25 (s, 1 H) , 7. 29 (s, 1 H) , 7. 39 (s, 1 H) , 
7. 43 (s, 1H), 7. 52 (d, J = 8. 5Hz, 2 H) , 7. 56 (s, 
1H) , 8. 40 (d, J=2. 4Hz, 1 H) , 8. 5 0 (d, J=4. 9H 
z, 1H) 

nmftmm (FD-MS, m/z) : 4 8 3 (M + ) 
IUfe0!!2 0 0 

N- (3, 4-^QP7x-i) -N' - {4- [ (6, b*is- 
A-*cJV)V) *±j/] 7x-;b} 7U7 (2 3 6) 

6, 7->M h + (4-7^7x7 + y) *J U> (51m g) £• 

b;Ua.> (5ml) {-JD^^L^s 3, 4-y?DD7x^Mvm- 
h (102mg) £2)0*-, 8 ^BajP««2ifE L fco tftfiLTS U b 

1 H-NMR(DMSO-d c , 50 OMH z) : 5 3. 94 (s, 3 H) , 
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3. 9 5 (s, 3 H) , 6. 4 4 (d, 
7. 2 4 Cm, 2 H) , 7. 3 4 (m, 
7. 5 0-7. 5 2 (m, 2 H) , 7. 
7. 8 8 (s, 1 H) , 8. 4 6 (d, 
1 H) , 9. 0 0 (s, 1 H) 
WMftVrm (FD-MS, m/z) 



J = 4. 9 H z , 1 H) , 7. 14- 
1 H) , 7. 3 8 (s, 1 H) , 
5 9 (d, J = 9. 2 H z , 2 H) , 
J = 4. 9H z, 1 H) , 8. 9 2 (s, 

4 8 3 (M + ) 



$mm 2 0 1 

N — (3. 5-^^oa7x-Jl/) -N' - {4- [ (6, 7 - 'J * h^->- 
4-^yj;l/) jMrvp frUT (2 3 7) 

6, 7-i?J h*«>-4- (4-7^7x; + -» *y 'J > (53m g) 
h;b^> (5ml) izmmmmttzW:. 3, 5-v?^o7x-H7i/7^- 
h (7 6mg) Ztinz^ 8 ^MJPJKai* L fco tfrtfJ LT*fcttg£iMKU 
i>Wn:ti:<t^KDft^7 5m g. JR3*8 7%"e^3t 0 

H — NMR (DMSO-dg, 5 0 0MHz) : 5 3. 93 (s, 3 H) , 
3. 94 (s, 3H), 6. 44 (d, J=4. 9Hz, 1 H) , 7. 15 (s, 
1H) , 7. 20 (d, J=9. 2Hz, 2 H) , 7. 38 (s, 1 H) , 
7. 51 (s, 1H), 7. 54 (s, 1 H) , 7. 54 (s, 1 H) , 
7. 59 (d, J=9. 2Hz, 2 H) , 8. 46 (d. J=4. 9Hz, 1 H) 
, 9. 00 (brs, 1H) , 9. 07 (brs, 1 H) 
nmfttifm (FD-MS, m/z) : 4 8 3 (M + ) 
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mmm 202 

N — (4-^ao-2--hQ7x-i) — N' - {4- [ (6, 7-V* b 

^^->] y ^—M ^VT (2 3 8) 

6, 7->^ h*S/-4- (4-75;7x;*i/) +;ij> CI 2 3m g) 
£h;bjc> (12ml) {wjfjQife^L^^ 4-^on-2-^M7xz;K 
vm-h (1 7 2mg) £fln;l> 1 4 #P B TO&iS2ft L tfrtii LT£*:*£|1 
£:ttfl*U h > 5 C i ia 19 $1©^^^ 1 7 4mg, iK^8 5 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 5 3. 94 (s, 3 H) , 
3. 95 (s, 3H) , 6. 46 (d, J=4. 9Hz, 1 H) , 7. 23 (d, 
J=7. 3Hz, 2H) , 7. 39 (s, 1H) , 7. 51 (s, 1H), 
7. 62 (d, J = 7. 3Hz, 2 H) , 7. 79 (d, J=9. 2Hz, 1 H) 
, 8. 14 (s, 1H) , 8. 35 (d, J = 9. 2 H z, 1H) , 8. 46 
(d, J=5. 5Hz, 1H), 9. 62 (s, 1H) , 10. 0 (s, 1 H) 
^»#tM (FD-MS, m/z) : 4 9 4 (M + ) ,4 9 6 (M + + 2) 



mmm 203 

N- (2-7;;-4-^oo7x-^) — N' - {4- [(6, 7- : J*h 
^->-4-^;'J^) t4^y] (2 3 9) 

N- (4-7nD-2--hn7x-;l^) — N' - {4- [ (6, 7 - h 
t'>-4-*y , JA') 7x-^} -7 1/7 (158mg) ^^oa^jVA 

/* ? J-)l/J& (10ml/70ml/5ml) «c**PU f-^9H»^- b 'J •> 
A (1. 0 1 g) ZtiQA.^ 6 0°C{CT3 7^IBfflB?L^o ^□o^AT*2[Ui 
ajLfc»#»»£t^£4^^fci£U $&7k5ftg^ h V^AT^L/Co MEET 
iSSSteS^U aojhiUA/T-b h > (10/1) "CM ggf -5 U # y 
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1 H-NMR(DMSO-d 6> 500MHz) : 5 3. 94 (s, 3H), 
3. 95 (s, 3H), 5. 09 (brs, 2H), 6. 43 (d, J=4. 9 
Hz, 1H), 6. 57 (m, 1H), 6. 7 8 (d, J =2. 4Hz, 1H), 
7. 17 (d, J=9. 2Hz, 2H) , 7. 34 (d, J=8. 6Hz, 1 H) 
, 7. 38 (s, 1H), 7. 51 (s, 1H), 7. 5 7 (d, J=8. 5H 
z, 2H) , 7. 77 (s, 1H), 8. 45 (d, J=4. 9Hz, 1 H) , 
8.8 9 (s, 1 H) 

mmm 204 

N- {4- [ (6, 7-v>V h*->-4-*V UA-) *±±] ? ^—M - 
N' - (2-bf'J v>7^^— ;U) frUT (2 4 0) 

6, 7-i>V b*~>-4- (4-7;;7x/+y) +;>J> (75m g) £• 
hJlsc> (7ml) lcflD*ii£JS¥ U h»JxW;> (1. 4ml) &mjLtz&k^ 
h<)y*xf> ( 2 0 1 m g ) &m?L^ 1 &MtmmMffi L fc« SfS&K 2 - fcf U 
S?>*^#**S K (102mg) &Uaz_^ 3f$mamMMLtia KJSJftfc&K 
h y ^ATK^^-Jnx.. B^KJ.5 L ;UT2IfiiJfittiL^^W^Jl ; &tSfp^7K 

*;UA/y-trh> (10/1) ^SHt5*>y?!7y^7A^n-7h^7 7-f- 
l^!5flllU gfiOffc^&teS 6mg. JR^7 7 %T-'&tz 0 

1 H-NMR (CDC 1 3 , 500 MHz) :<54. 06 (s, 3H), 
4. 06 (s, 3H), 6. 49 (d, J=4. 9Hz, 1 H) , 7. 20 (d, 
J = 9. 2Hz, 2H) . 7. 43 (m, 1H) , 7. 57 (s, 1 H) , 
7. 59 (m, 1H), 7. 7 1 (d, J=9. 2Hz, 2H), 7. 97 (m, 
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1H), 8. 28 (d, J=7. 9Hz, 1 H) , 8. 50 (brs, 1 H) , 
8. 68 (d, J=4. 9Hz, 1 H) , 10. 1 (brs, 1H) , 10. 7 
(brs, 1 H) 

(FD-MS, m/z) : 4 4 4 (M + ) 

m.mm 205 

N- (3-^on-4, -N' - {4- [ (6, 7 

t^y] 7x^^} (241) 

6, l- f J* h + *>-4- C4—Ti y 7 x y + •» +yj> (54 m g) £ 
h;bjc> (5ml) (Cflnjt&gA? L rt:^ 3-?dd-4, 6-y7h+y7x- 
MVv/7*-h ( 7 6 m g ) *Jn;i^ 1 8 ^R3AD^3dtE L fc 0 SMt^- ? n 
o *>»UA/y -tr h > (10/1) "> U 77 JU* 5A^dv^77^ 

-l-J^fflHKU ^©{b£-#/£9 3mg. JR^l 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) :<53. 76 (s, 3H), 
3. 87 (s, 3H) , 4. 02 (s, 3H), 4. 05 (s, 3H), 

6. 46 (d, J=5. 5Hz, 1H) , 6. 49 (s, 1 H) , 7. 13 (d, 
J=8. 5Hz, 2H), 7. 20 (s, 1H) , 7. 42 (s, 1 H) , 

7. 50 (d, J=8. 5Hz, 2H) , 7. 57 (s, 1H), 7. 59 (s, 
1H), 8. 12 (s, 1H), 8. 48 (d, J=5. 5Hz, 1 H) 

»»^*Ht (FD-MS, m/z) : 5 0 9 (M + ) ,511 (M + +2) 

HWJ2 0 6 

N- (4-7QQ-2 -^^l?^— ;IQ -N' - {4- C (6, 7->M h 

£±±3 Z^zik] (2 4 2) 

6, 7-^h*v'-4- ( 4 — T $ y 7 x y + +>'J> (5 5mg) £ 
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hJl^> (5ml) iz-mmmmLtz^ 4-^oo-2-yf;l/7x-;Hvy 

T*-h (9 0mg) &1mz-, 2 6&MltiammmLtz 0 VrttiL-c%tim&&mm 

1 H-NMR (DMSO-dg, 500 MHz) : 6 2. 26 (s, 3H), 
3. 94 (s, 3H), 3. 94 (s, 3H) , 6. 44 (m, 1H), 
7. 18-7. 20 (m, 3 H) , 7. 25 (s, 1 H) , 7. 38 (s, 1 H) 
, 7. 51 (s, 1H) , 7. 5 9 (d, J = 9. 2Hz, 2H), 7. 87 
(m, 1H), 7. 99 Cs, 1H) , 8. 45 (m. 1H), 9. 15 (s, 
1H) 

mmftmm (FD-MS, m/z) :46 3 (M + ) , 4 6 5 (M + +2) 
H«J 2 0 7 

N — (2-^DD-3-yf;l/7x-^) -N' - {4- [ (6, b 
^>-4-^7 D;U) j^vj 7x-;H ->l^T (2 4 3) 

6, 7-2^ h + i/-4- (4-7;;7x7+y) +7'J> (52m g) £• 
h;bjc> (5ml) {-Jn^Tg^L^s 2-7DO-3-yf^7x-Mv> 
T*-b (0. 2ml) £rjDn*-> 1 2 g-fflftffit&B&E L fc„ 5»^oa*i 
A/T-fe h > (1 0/1) T-Jg^-TS y'J*W7A^D7 h^77>f -{Cck 
tJfWBlU ^M©ft£#j£3 Omg. J&¥3 7%^1#*: 0 

1 H-NMR (CD C 1 3 , 5 0 0MHz) : 52. 28 (s, 3 H) , 
4. 00 (s, 3H) , 4. 03 (s, 3H), 6. 41 (d, J=4. 9Hz, 
1H), 7. 09-7. 15 (m, 4H), 7. 37 (s, 1H), 7. 39 
(s, 1H), 7. 42 (d, J=8. 5Hz, 2 H) . 7. 55 (s, 1H) , 
7. 61 (s, 1H), 7. 72 (s, 1 H) , 8. 44 (d, J = 5. 5Hz, 
1H) 
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H*#$Hfi (FD-MS, m/z) : 4 6 3 (M ) , 4 6 5 (M + 2) 

nmm 2 0 8 

N- (3-7;;-4-^QQ7 J :-^) -N / - {4- [ (6, 7 - i? / h 

A-*J 'J )V) ±±j/} y^—M t> VT (2 4 4) 
N — (4-^nn-3--hD7x^;l/) -N' - {4- [ (6, 7 - vV h 
4 - + y U !7x^.;U} 7U7 (lOOmg) ^^nntwl/A 

*y-;U/7k (5ml/15ml/3ml) K^APU f-;f»EIH- h 'J 7i» 
(3 5 8mg) ^Jnx-x 6 0°CfcT2 O^IHHftfLfco ? a o*;l/ATr 2 mmtH 

*K*e*U g$*?DD*W7th> (1 0/1) "eBHit**"> , J*y^ 
*7A?D7 h^77>f - <k flUSl U IMt^3 9mg, J{»4 1% 

^H-NMR (DMSO-d g, 500 MHz) : 6 3. 94 (s, 3H) , 
3. 95 Cs, 3H) , 5. 30 (brs, 1 H) , 6. 45 (d, J = 
5. 5Hz, 1H) , 6. 64 (m, 1 H) , 7. 02 Cm, 1 H) , 7. 06 
(d, J=8. 6Hz, 1H) , 7. 20 (d, J=9. 2Hz, 2 H) , 

7. 39 (s, 1H), 7. 52 (s, 1 H) , 7. 57 (d, J=8. 6Hz, 
2H) , 8. 47 (d, J=4. 9Hz, 1 H) , 8. 56 (s, 1 H) , 

8. 7 3 (s, 1 H) 

SIMI (FD-MS, m/z) : 4 6 5 (M + +l) 
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mffiffl 2 0 9 

N — (3-^ ^yypb'^) -N' - {4- [ (6, 7-i?J 

^-^->3 y^-M C2 4 5) 

6, 7-v?n + ->-4- (4-7;y7xy + y) *>"J > (5 lmg) £ 
h;Ujr.> (5ml) lcM&7§8?U h>Jai^;bTi> (1ml) £Jn*.7t8U h 
'J7tXf> (54mg) £#D;U 2^Sn^a^L/io RJS?S{c3-^ h*-> 
tVbT 5 > (0. 0 5ml) £flD;t, 1 2 ^Mitftt L ^ D SJfc&lc^S? 

■Ami- h U -7 A7kr§^tra^v Ifm^f-^T^lslfSft LfcgHraJ13-fS*n:&1&7k 

*JlA/T-teh> (10/1) -eg^-r^^'J^y^^^A^cr^ - 
K^^U mM(Dit&®}&5 lmg. iK^7 2%^^ 0 

1 H-NMR (CDC 1 „, 500 MHz) : 3 1. 82 (m, 2H), 
3. 31 (s, 3H) , 3. 39 (m, 2H), 3. 50 (t, J=4. 5Hz, 
2H) , 4. 03 (s, 3H) , 4. 04 (s, 3H), 5. 65 (b r s, 
1H), 6. 44 (d, J=4. 9Hz, 1 H) , 7. 10 (d. J = 8. 7H 
z, 2H) , 7. 41-7. 55 (m, 4H), 7. 55 (s, 1H) , 
8. 4 6 (d, J = 5. 5Hz, 1 H) 
mmftVrm (FD-MS, m/z) : 411 (M + ) 

3fcSfcM2 1 0 

N- (2-^ hj^AXf^k) ~N' - {4- [ (6, 7-;nt->-4-^ 
y'JAQ *±±} 7x£M frUT(2 4 6) 

6, 7--;y h + ->-4- (4-7;;7x; + >» +;>J> (5 2 m g) £ 
K;Uol> (5ml) hyx^7;> (1ml) ^Jp^Lfc^ h 

•J7 + 7y> (5 4mg) *JD^ 3 ftfigmMMM L S^^3-y h + -> 
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xW;> (0. 0 5ml) Ztiax., 8 ftTffflJIlf&MM L tz Q RjetfftfclJSteK* 
± h >; * A7k*tt*2n;Lx W?llx^^-e2lliaititi Lfc&W«S£tS*n&ig7la?2fc 

A/X-fe h> (1 0/1) TJg^-T^ •> V*fJlt>5 A*n^ ^'57^ 
<9*ifli!U mmcDit^^Q 3mg, JRS&9 l%Tf#/Co 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 53. 36 (s, 3H) , 
3. 36-3. 53 (m, 4 H) , 4. 03 (s. 3 H) , 4. 03 (s, 3 H) 
, 5. 81 (brs, 1H), 6. 43 (d, J=5. 5Hz, 1 H) , 
7. 87 (d, J=8. 5Hz, 2H) . 7. 40 (s, 1 H) . 7. 45 (d, 
J =9. 2Hz, 2H), 7. 55 (s, 1 H) . 7. 9 2 (s, 1H), 8. 
4 5 (d, J =4. 9H z, 1 H) 

Hi^lfrit (FAB-MS, m/z) : 3 9 8 (M + +l) 



m&m 2 1 1 

N- {4- [ (6, l-'J/ h^->-4-^7 UAO j^vp 7x-M - 
N' - (2 -b°'J ^;U) 7U7 (2 4 7) 

6, h*->-4- (4-7;77i; + y) ^-7 'J > (52mg) £■ 

h;bi> (5ml) KUammmt, hijxf^7;> (lml) ^an*./^ h 
'j7 + 7f> (54mg) £Jn;U 2 #|SffljnaWt$lE L fc 0 SJfc&K 2 - fc° U >\>l< 
y f^7; > (0. 0 5ml) ^Jn^.^ 1 2»iML/: 0 KJSJfcfcfJfflfeJc 

;bA/T-feh> (10/1) T'JgBat4 , >U*W7A?o-7hr7 7-f-i: 
«k?)«WIU nm&it&m* 1 6mg. JR^l 0 0%Tlffc o 

1 H-NMR(CDC1 Q , 500 MHz) : <5 4. 0 0 (s, 3 H) , 
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4. 01 (s, 3H) , 4. 58 (d, J=5. 5Hz, 2 H) , 6. 39 (d, 

J=5. 5Hz, 1H), 6. 66 (m, 1 H) , 7. 05 (d, J=9. 2H 
z, 2H) , 7. 18 (m, 1H), 7. 34 (d, J = 7. 9Hz, 1 H) , 

7. 39 (s, 1H), 7. 45 (d, J=9. 2Hz, 2 H) , 7. 54 (s, 

1H) , 7. 66 (m, 1H), 8. 40 (brs, 1 H) , 8. 43 (d, J 
= 5. 5Hz, 1H), 8. 47 (d, J=4. 9Hz, 1 H) 
H*#tffffi (FD-MS, m/z) : 4 3 0 (M + ) 

HJfefll 2 12 

N- [ (4- t e r t Jl7 t=f-)V] -N' - {4 - [ (6, 7 

-i>'n^y-4-^;'J^) a-^vp 7^-;^} f? (2 4 8) 

6, 7-^ h + i"4- (4-7;77x^y) +7 ! J> (50mg) £ 
(5ml) IzUammmt^ h'JxW;> (1ml) £Jo*.fc8U h 
>)7*Xtr> (5 5mg) 2ftr&tiaM3BMLtio Etemtz (4-ter 

t-m7i~JW y^-;UT$> (0. 0 5ml) £fln;tx 1 2 £f B m$&§M 

*U ^I?-^oD^V7th> (10/1) -eJg§gt-S *y;l/*7A 
h^3M -K^M^U mme>4t&®&2 3mg, JR^2 8%Tli^o 
1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 3. 99 (s, 3 H) , 
4. 01 (s, 3H), 4. 38 (d, J = 5. 5Hz, 1H) , 5. 81 (b 
rs, 1H) , 6. 38 (d, J=4. 9Hz, 1 H) , 7. 02 (d, J = 
9. 2Hz, 2H), 7. 20-7. 40 (m, 7 H) , 7. 52 (s, 1 H) , 
7. 64 (s, 1H) , 8. 40 (d, J = 5. 5Hz, 1 H) 
K*#*rtt (FD-MS, m/z) :48 5 (M + ) 
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mmm2 1 3 

N- {4- [(6, 7-^> t4^y] 7 ^-M - 

N' - ( 3 - b c U v^M 5^10 7VT (2 4 9) 

6, 7 -V/ b*'s-4- (4-7;;7xy + y) *J U > (5 2mg) £ 
h;U^> (5ml) Kta*&§ft¥U h'Jxf;l,7;> (1ml) £#0*.^, h 
'J7t7^> (56mg) &mz-, 2 ftffitiQ&iMffi. L fc Q MJfc&tc 3 — fc* U s? ;b 
J TJlT 5 > (0. 0 5ml) £JJD;t, 1 2#Pam^iS^ Lfco KfC&iC|£&7k 

>0>A/7-fe:h> (10/1) -eM^-t-Si/'J *yW7A7U7 -tc 
cfc^tSiU ^M0<b£#l£ 7 1 m g , i|PP 9 3 %Tl#jt 0 

* H — NMR (DMSO-dg, 5 0 0MHz) : 6 3. 9 3 (s, 3 H) , 
3. 94 (s, 3H) , 4. 34 (d, J=5. 5Hz, 2H), 6. 40 (d, 
J =4. 9Hz, 1H), 6. 72 (t, J=6. 1Hz, 1H) , 7. 12 

(d, J = 9. 2Hz, 2H) , 7. 35 (m, 1 H) , 7. 37 (s, 1 H) , 
7. 50 (s, 1H), 7. 53 (d, J=9. 2Hz, 2 H) , 7. 72 (d, 
J=7. 9Hz, 1H), 8. 4 3-8. 4 6 (m, 2H), 8. 53 (s, 1 
H) , 8. 7 3 (s, 1 H) 

WMftVrm (FD-MS, m/z) : 4 3 0 (M + ) 



N — {4- [(6, 7-^h^y-4-^;'J^) ^y] 7 ±=M ~ 
N' - (4 - b°'J : JJW 7 1/7 (2 5 0) 

6, 7-y7 h + y-4- (4-7;77x; + y) *y U > (52m g) £• 
h;U^> (5ml) {w>tin^j^L> bV^1~JlTZ> (1ml) £*JD;l*:@L h 



WO 97/17329 



18 1 



PCT/JP96/03229 



U 7tX^f'> (53mg) ZlBA.^ 2 ftffitiuMMffi. L fc 0 KJSflfc K 4 - t° 'J 

^ f ;l/7 i > (0. 05ml) £tJD;U 1 2^Mil^L^o KJfcifclwifcg&k 

JUA/T4r h> (1 0/1) T?SHM _ *'>y *TO5A?D7 h ^ T7 -fc 

1 H-NMR (CDC 1 3 , 500 MHz) : 54. 01 (s, 3 H) , 
4. 0 3 (s, 3H) , 4. 4 3 (d, J =5. 5 Hz, 2 H) , 5. 9 7 Cm, 
1H) , 6. 40 (d, J=5. 5Hz, 1 H) , 7. 08 (d, J=9. 2H 
z, 2H) , 7. 20 (d, J=5. 5Hz, 2H) , 7. 38 (s, 1 H) , 
7. 42 (d, J=8. 6Hz, 2 H) , 7. 54 (s, 1 H) , 7. 81 (s, 
1H), 8. 42 (d, J=5. 5Hz, 1 H) , 8. 49 (d, J = 6. 1H 
z, 2H) 

nmftVrm. (FD-MS, m/z) : 4 3 0 (M + ) 
2 15 

N- {4- [(6, 7-^^ h^y-4-47'J;l/) ^-^y] ~7^— ;b} - 

n; - [ (4^i£iLf2kZi ^7 ■*•-=• Af2k] (2 5 1) 

6, 7-i>V h**>-4- (4-7? y 7 x y + y) 'J > (5 lmg) £ 
h;l^> (5ml) tcjQlgtfgtfgU h'Jxf;I,7^> (1ml) <£Jjn*.fc&. h 
'i7*xy> (55mg) <£rjQ^ 2 ^WJOMoSM L fc G S&T&Jc 
^7;;7x-A) yf-;l/T5> (1 0 4mg) *Jn^ 1 2 #Wan*WS»E L fco 

^^nn*W7th> (10/1) T*gmt& *> 'J * *f^ii^ A * n-* 
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- K J; t> USB U *eo{b^«5*12mg^ W.mi5%~C'&tio 
1 H-NMR(DMSO-d 6 , 500 MHz) : 6 2 . 8 7 (s, 6H), 
3. 93 (s, 3H), 3. 94 (s, 3 H) , 4. 18 (d, J=5. 5Hz, 
2H), 6. 4 0-6. 4 3 (m, 2 H) , 6. 70 (d, J=9. 2Hz, 2 
H) , 7. 13 (d, J=8. 6Hz, 2 H) , 7. 14 (d, J=8. 6Hz, 
2H), 7. 37 (s, 1H), 7. 51 (s, 1 H) , 7. 52 (d, J = 
9. 2Hz, 2H) , 8. 44 (d, J=4. 9Hz, 1 H) , 8. 57 (s, 
1 H) 

W&ftffim (FD-MS, m/z) : 4 7 2 (M + ) 

mmm 2 1 6 

N — {4- [ (6. TjzJIA h*i/-4-*J jjjl) j^vp -7^— jl/} - 
N' - (3, 5 - 'J- hP7x-Jl-) (2 5 2) 

6, 7-v>V h*->-4- (4-7;77x; + y) +/'J> (54m g) £ 
(5ml) KUammmLtzWi, 3, 5-^hD7xz;KV->7^- 
h (81mg) Ztiax.^ 2 0ftmn&MMLtio Hlc^^n^^A/Tt 
h> (10/1) -efiH-rs*>»J #y;l/*77A?nv h7*^7-f -ICfc&ffiKU 
mm<D4t£i®l& 5 3mg. 1R^5 7%Tlfc 0 

! H-NMR (DMSO-dg, 500 MHz) : 5 3. 94 (s, 3H), 
3. 95 (s, 3H), 6. 46 (d, J=4. 9Hz, 1 H) , 7. 24 (d, 
J=9. 2Hz, 2H), 7. 39 (s, 1 H) , 7. 51 (s, 1H) , 7. 
64 (d, J=8. 5Hz, 2H), 8. 42 (s, 1 H) , 8. 47 (d, J 
= 4. 9Hz, 1H), 8. 77 (s, 1 H) , 8. 77 (s, 1H), 9. 2 
1 (s, 1 H) , 9. 7 3 (s, 1 H) 

K*ft#Tffi (FD-MS, m/z) :5 0 6 (M + +l) 
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217 

N — p^4->;IQ -N' - {4- [(6, 7 - ! J * V ± 4 U 

;U) tt->] 7x- ;u} »U7 (25 3) 

6, 7->M h + y-4- (4-7; 7 7 x 7 4- •» +7 y > (2 0 Omg) 
&h)l^> (5ml) KflQ|&?g#? L fcg^ ^n^Wv^-F 
( 3 4 0 m g ) £Jn;L. 8 0-9 0 ^30 ftmMmft L /c Q SJfc&lCTk^tra 
^M^^^7?2[HlJSt±3L/c^:WaM^^D^7f<T^Ls ^7K©ftM^ h U 
^AT^Lfco MffT^£^!i:U »^DD^;bA/7t h> (10/ 

#1^2 1 0mg N 1R§£7 

X H-NMR (CDC 1 g, 500 MHz) : 6 1. 11-1. 22 (m, 2 
H) , 1. 3 4-1. 4 6 (m, 2 H) , 1. 5 6-1. 6 6 (m, 2 H) , 
1. 6 8-1. 7 8 (m, 2H), 1. 9 6-2. 0 5 (m, 2 H) , 3. 64 
-3. 73 (m, 1H), 4. 05 (s, 6 H) , 4. 58 (d, J = 7. 9H 
z, 1H), 6. 36 (s, 1H) , 6. 46 (d, J=4. 9Hz, 1 H) , 
7. 13 (d, J=8. 6Hz, 2H) , 7. 42 (d, J=8. 6Hz, 2 H) 
, 7. 42 (s, 1H), 7. 56 (s, 1H), 8. 48 (d, J=4. 9H 
z, 1H) 

nmftVT®. (FD-MS, m/z) : 421 (M + ) 
H«!J2 1 8 

N- (3, 4-y7;^D7x-;l/) -N' - {4- [ (6, h^-> 
-4-t;'J^) t^-/] T7 ;b} 7U7 (254) 

6, h *r ; s- 4- (4-7;;7xy+-» +;U> (50mg) £ 

h;^> (5ml) KflniftigjgU h 'J xf ; > (1ml) £Jn;LfcSU h 
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«; 7 * xy > (55mg) 3 ftffihnl&Mffi L 7t 0 Slfc&K 3 , 4 - v 7 

^o7^'J> (66mg) ^Sn^ 2 OftffllmmMMLtZo JxfLMKmMfrm 

A/T-fe h> (1 0/1) -C-mffl-f Z •> U 77 ¥Jl i7 5 A ? n -e -KJ; 
U ^©^^5^6 3mg, iR^8 3%-£l#/c 0 
1 H-NMR (CDC 1 3 , 500 MHz) : 5 4. 03 (s, 3H), 
4. 06 (s, 3H) , 6. 45 (d, J=5. 5Hz, 1 H) , 6. 96- 

7. 02 (m, 1H), 7. 02-7. 10 Cm, 1 H) , 7. 11 (d, J = 

8. 5Hz, 2H), 7. 41-7. 45 (m. 2H), 7. 48 (d, J = 
8. 6Hz, 2H), 7. 58 (s, 1H) , 7. 72 (s, 1 H) , 7. 74 

(s, 1H) , 8. 44 (d, J=5. 5Hz, 1 H) 
WMftVrm (FD-MS, m/z) : 451 (M + ) 

mmm2 1 9 

N- (2, 4, 5-h'J7MQ7x-;b) -N' - {4- [ (6, 7 -it* 
hty-4-^;'J^) 7x^;l/} -7U7 (2 5 5) 

6, 7--^^y-4 - ( 4 — T 5 7 7x74-y) +;>J> (5 Omg) £ 
(5ml) \Z.1m*mmL^ hl>jr.^y=> (1ml) h 
'J7t7f> (5 5mg) £fln;L. 3 #P B TO&S2>fE L rr 0 KJ&&IC2, 4, 5- 
MJ7^tD7-'J> (7 5mg) £#n*.. 2 0ftfgm*&MMLtz o Kfom^fii 

a*;l/A/T-t? h > (10/1) Tr®g§f ^VU^A? h^77>f 
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H — NMR (DMSO-dg, 5 0 0MHz) : 53. 94 (s, 3 H) , 
3. 95 (s, 3H), 6. 45 (d, J=5. 5Hz, 1 H) , 7. 24 (d, 
J=8. 6Hz, 2H) , 7. 40 (s, 1 H) , 7. 52 (s, 1 H) , 

7. 59 (d, J=8. 6Hz, 2H) , 7. 6 2-7. 7 0 (m, 1H), 

8. 17-8. 25 (m, 1 H) , 8. 48 (d. J=4. 9Hz, 1 H) , 
8. 7 6 (s, 1H), 9. 2 3 (s, 1 H) 

Mfttirm (FD-MS, m/z) : 4 6 9 (M + ) 



HJSfll 2 2 0 

N- (2, 4, 6-h'J7^tP7x-Jb) -N' - {4- [(6, 7-v>V 
h^^-4-4;'J;l/) ^y] -7^-;U} frUT (2 5 6) 

6, 7-i*> h*->-4- (4-7;;7x; + y) (50mg) £ 

h;bx.> (5ml) Kjjam&ML^ h l ) if- )VT I > (1ml) S-Jp*.*:^ b 
'J7*xy> (5 5mg) *ini> 3 ^IHJP«aiflE L yto Si&ttK 2 . 4, 6- 
h V 7Md7-'J > (7 5mg) ^Jo*.. 2 0 #ISIflD*&aBK t fc„ KifcttlCifc 
Skk*:*- h U A**«*an;U S^^^;UT'2lHiattlLfc^aB«ria?D^4g 

o*;bA/y-t? h > (10/1) T-Jg^-r^S I) ijfW vA? 

-iz£K>mmL, mm<Dik&®}%3 7mg. ^47%^ 

H — NMR (DMSO-dg, 500 MHz) : <5 3. 94 (s, 3H), 
3. 95 (s, 3H), 6. 43 (d, J=5. 5Hz, 1H) , 7. 20 (d, 
J=8. 6Hz, 2H) , 7. 29 (t, J=8. 6Hz, 2 H) . 7. 39 
(s, 1H) , 7. 52 (s, 1H), 7. 58 (d. J=8. 6Hz, 2H), 
8. 07 (s, 1H), 8. 46 (d, J = 5. 5Hz, 1 H) , 9. 14 (s. 
1H) 
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Jf*#tfHI (FD-MS, m/z) :4 6 9 (M + ) 

mmm 221 

N- (2, 3, 4-HJ 7 ;M-o 7 -N / - {4 - [ (6, 7 - ^ 

h^->-4-^;'J^) ^-^->] 7^-;U} frUT (2 5 7) 

6, 7-^^->-4- (4-7U7xy + y) +;'J> (50m g) £ 
(5ml) izlm^mi. h'JiW;> (1ml) £#Q;Lj^ h 
'J7tx^> (5 5mg) 3 ^Jn&iSM L 3, 4- 

hij7Mn7^'J> (7 5mg) £2ra;U 2 Ofiffim&MmLtZo Kl&m\z&i 

a*;UA/T-t?h> (10/1) trl^tiy'J^^^^A^Dvh^?^ 
- K £ t> U mm<Dlt&®)%:l 8mg. iR^2 3 %T^ 0 

1 H-NMR (DMS O- d 6 , 5 0 0MHz) : 6 3. 9 4 (s, 3 H) , 
3. 95 (s, 3H), 6. 44 (d, J=4. 9Hz, 1 H) , 7. 23 (d, 
J=8. 6Hz, 2H) , 7. 2 5-7. 3 3 (m, 1 H) , 7. 39 (s, 1 
H) , 7. 52 (s, 1H), 7. 59 (d, J=8. 6Hz, 2H) , 

7. 85-7. 92 (m, 1 H) , 8. 47 (d, J=5. 5Hz, 1H) , 

8. 73 (s, 1 H) , 9. 2 1 (s, 1 H) 
li^tfrl (FD-MS, m/z) : 4 6 9 (M + ) 

mmm 222 

N- (2, 5-i?t b*i/7*— )V) -N / - {4- [ (6. 7->M h^-> 

-4-*rJ 'J;U) ^-^ri/] 7 jl—M 7UT (2 5 8) 

6, h + i/-4- (4-7;;7x^-» ^7 U > (5 6mg) £ 
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hAoi> (5mo izmmmmt. h'jxwi> (ud &mx.ti&^ b 

*)y±x¥> (66mg) £1m*-. 3ftffl1mmmMLtZo KJ£JfcK2. 5- *J * 

h+->T-u> cio2mg) zuuz., iQ&mtiammffiLtz 0 K&mtz&iM7k 

^^U/T-fe b> (1 0/1) -ZWffi-fZ>i<")t!>f)l<t>zrl*?u^ ^'57>f -(c 
<fc(9*lfi!JU ^©^£^£8 lmg. JR§£9 0%Ti#*:o 

1 H-NMR(CDC1 3> 500 MHz) : 53. 68 (s, 3H), 
3. 78 (s, 3H) , 4. 02 (s, 3 H) , 4. 05 (s, 3 H) , 

6. 46 (d, J=5. 5Hz, 1H), 6. 53 (dd, J=3. 1, 8. 5 
Hz, 1H), 6. 76 (d, J=9. 2Hz, 1 H) , 7. 13 (d, J = 
9. 2Hz, 2H) , 7. 43 (s, 1H) , 7. 52 (d, J = 9. 2Hz, 
2H) , 7. 55 (s, 1H), 7. 57 (s, 1 H) , 7. 78 (s, 1 H) , 

7. 91 (d, J=3. 1Hz, 1H) , 8. 49 (d, J=4. 9Hz, 1 H) 
Wmfiffim (FD-MS, m/z) : 4 7 5 (M + ) 

mmm 223 

N- (3, 5->M 1*1/7*— )V> -N' - {4- [ (6, 1- : J/ h^r-> 

-4-^7 U;U) j^frvQ Z^j=ikl (2 5 9) 

6, 7->M h + i>-4- (4-7;77x; + -» U > (53m g) £ 
b;Loc> (5ml) izmtmmt^ h 'J xf ;i/7 ; > (1ml) *Jn;LfcaL h 
*)7*XV> (lOlmg) £iO;L> 4&rMM&mffiLtz 0 &I&mz3, 5-v 
/ h*isT-*)> (62mg) 1 3ftmtiQl&&ffi.Ltz 0 fcfcmz&tm* 

m+ b u v ^frmmztiaz., S^®?^f-;u-e2lH]}fimL^^waM^tSfD^ig7K-e 
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W7th> (10/1) -ClHtSi"J*W7A^D-7h/77>r-i: 

^ H — NMR (CDC 1 o. 500 MHz) : <5 3 . 73 (s, 6H) , 
4. 00 (s, 3H), 4. 03 (s, 3 H) , 6. 18 (s, 1H) , 

6. 42 (d, J=5. 5Hz, 1 H) , 6. 60 (s, 1 H) , 6. 60 (s, 
1H), 7. 09 (d, J=8. 6Hz, 2H) , 7. 40 (s, 1H) , 

7. 45 (d, J=8. 6Hz, 2 H) , 7. 56 (s, 1 H) , 7. 68 (s, 
1H), 7. 85 (s, 1H), 8. 45 (d, J=5. 5Hz. 1 H) 

(FD-MS, m/z) : 4 75 (M + ) 



mmm 22 a 

N — (2, 3-^7^D7 j.— ;U) -N' - {4- [ (6, l-m 
-4 -*J V >V) *±j/} 7 V\sT (2 6 0) 

6, 7 -*J* h + >-4- (4-7;/7x; + >') +;'J> (50m g) £ 
h;Ui> (5ml) Jc;fjn£tfgft?U h'JiW;> (1ml) *Jn*.rt:St» h 
'J7txy> (5 5mg) £j&a>U 3 ^HJnfftilSE L fco Rlb&tc2, 3-^7 

^□7-'j> (5imi) &tia^ 20&mamMtt&Lti o Ri&mzmwtfcn 

J^/T-te Y > (1 0/1) -ejg^-r-S v"J *W5i,^n7 h^:?^ -ic<k 

* H — NMR (DMSO-d,, 500 MHz) : <5 3. 94 (s, 3H), 
3. 95 (s, 3H), 6. 45 (d, J =4. 9H z, 1H) , 7. 02- 
7. 0 8 (m, 1H), 7. 11-7. 19 (m, 1H), 7. 2 3 (d, J = 
9. 2Hz, 2H) , 7. 39 (s, 1H) , 7. 52 (s, 1 H) , 7. 59 
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(d, J=9. 2Hz, 2H) , 7. 9 4 — 7. 9 9 (m, 1 H) , 8. 47 
(d, J=4. 9Hz, 1H) , 8. 78 (s, 1H), 9. 25 (s, 1 H) 
li^KFD-MS, m/z) : 451 (M + ) 

mmm 225 

N- (3, 5-^'7Mo7x^) -N / - {4- [ (6, l-'J/ h^v 

6, 7-vM h*v-4- (4-7;;7x7+y) +>"J> (50m g) £ 
h;bji> (5ml) rtl&^U h'Jji^-^T^> (1ml) &1mz.tzW:^ b 
V7*xY> (5 5mg) £fln*.. 3 tofmefaMM L ^ e SJ&&JC3, 5-^7 
Wo7-'J> (66rag) £Jn*.> 2 0»MLfc o MJS&K^TksSt 

A/7th> (10/1) -eSHifSs/y *7 nv 

1 H-NMR (DM S O — d g , 500MHz) : <5 3. 94 (s, 3H), 
3. 95 (s, 3H), 6. 45 (d, J=4. 9Hz, 1H) , 6. 75- 
6. 83 (m, 1H), 7. 16-7. 26 (m, 4 H) , 7. 39 (s, 1 H) 
, 7. 52 (s, 1H), 7. 5 9 (d, J = 8. GHz, 2H) , 8. 47 
(d, J=4. 9Hz, 1H) , 8. 99 (s, 1 H) , 9. 12 (s, 1 H) 
««#0fffi (FD-MS, m/z) : 451 (M + ) 
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mmm 226 

N- (2, 3, 6-h'J7^D7x-;b) -N' - {4- [ (6, 
b*is-4 -*J VjV) Jr*is~\ 9U7 (2 6 2) 

6, h + (4-7;;7x; + y) *y 'J > (50m g) £ 

h;bi> (5ml) {CvUQ^j^L. h'JxW;> (1ml) ^tQ^-tz^ h 
U -7 txf> (5 5mg) 3 ftffilJQlfaMffiL Ltz 0 RMl:2, 3, 6- 

MJ7;^d7-'J> (5 3ml) ££n;L> 2 0 ftffltiummi L /c 0 MJS&ic^ 
®?7R^ h U ^AtK^^SD^.^ ^i^;bT2[alfSt±iL^Wa®^tSfD^ 

n*;l<A/T-te h > (10/1) "eJg^t--S >"J iitfhii 3 A * a v h ^5 7 -f 

1 H-NMR (DMSO- d 6 , 5 0 0MHz) :<5 3. 9 3 (s, 3 H) , 
3. 94 (s, 3H), 6. 44 (d, J=5. 5Hz, 1H), 7. 15- 
7. 2 5 (m, 3H) , 7. 3 3-7. 4 4 (m, 2 H) , 7. 5 2 (s, 1 H) 
, 7. 59 (d, J =8. 6Hz, 2H) , 8. 41 (s, 1 H) , 8. 46 
(d, J=4. 9Hz, 1H), 9. 18 (s, 1 H) 
K«##fli£ (FD-MS, m/z) : 4 6 9 (M + ) 

H»J 2 2 7 

N- (2, 6-^7^tQ7x-^) — N' - {4- [ (6, l-'Jjl h*is 

-4-^yj;i/) £4^] y *. —M 7i/7 (2 6 3) 

6, 1-*J* h^^-4- (4-7;;7i7 + y) +7'J> (50mg) £ 
hJlizy (5ml) KjOttigfl? L fcSU 2, 6-^7Mo7x^WV-m 
- h (10 4mg) ^1m^ ZOftf&mma&MLtZo IffUlLt^^^U 
h > T-^-T £ C <h (Cck 19 mM<Dfc&®}$; 5 7mg> W7 4%T?^ 0 
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H — NMR (DMSO-dg, 500 MHz) : 53. 94 (s, 3 H) , 
3. 95 (s, 3H), 6. 44 (d. J=4. 9Hz, 1H), 7. 13- 
7. 25 (m, 4H), 7. 2 8-7. 3 8 (m, 1 H) , 7. 39 (s, 1 H) 
, 7. 52 (s, 1H), 7. 5 9 (d, J = 9. 2Hz, 2 H) , 8. 15 
(s, 1H), 8. 46 (d, J=5. 5Hz, 1 H) , 9. 09 (s, 1 H) 
K*#tfrfll (FD-MS, m/z) : 451 (M + ) 



HffcW 2 2 8 

N- [2, 5-h"X (h'j7^o^4/) 7^;!/) -N / - {4- [ (6, 
h*->-4-*y'J;lO gjrj/] 7x-^} »U7 (264) 

6, 7-^^->-4- (4-7i;7x; + -» (50rag) 
h;bi> (5ml) fcjDJKW&JBU h'JxW$> (1ml) &1mx.tz&^ h 
'J7txy> (55mg) £flD;L> 3 ^raaaJ»««E L /Co KJCJftf ;: 2 , 5 - tfx 
(h'J7^n>f^) T— U> (7 9ml) £Ja;i. 2 0 ^BBftBIMBlE L fc 0 

T^M^Z oosh^A/T-t h > (10/1) -eJg§§1--S^U *W7A^D7 

1 H-NMR (DMSO-dg, 500 MHz) : <5 3. 94 (s, 3H), 
3. 95 (s, 3H) , 6. 45 (d, J=4. 9Hz, 1 H) , 7. 24 (d, 
J=9. 2Hz, 2H), 7. 40 (s, 1H) , 7. 52 (s, 1 H) , 

7. 60-7. 66 (m, 3H), 7. 95 (d, J =7. 9Hz, 1 H) , 

8. 38 (s, 1H), 8. 4 6-8. 52 (m, 2H), 9. 70 (s, 1 H) 

(FD-MS, m/z) : 551 (M + ) 
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mmm 229 

N — (2, 4-i>J h*is7*— Jl) ~N / - {4- [ (6, l-V* b*is 
-4-3- J U;lQ *±iS] 7 ^—)\A OVT (2 6 5) 

6, 7-y7b + ->-4 - (4-7;77xy + -» *J U > (5 lmg) £ 
b;lxi> (5ml) KtJD^jSU h U x*-;bT ^ > (1ml) £fln*.fc8U h 
U7*xy> ( 7 2 m g ) £in;U 3 ^-raJtaffeiS^ L t^ 0 SfEtt K 2 , 4 - v ^ 
h 4- i/T- U > (60mg) £JniU 1 1 ^RSSnMSM L fc D KJctffcC^i?7kS 
± h U ^ATkfgifc&fln*.. B^l?i^^T-2lH]Jfii±SL/c^Wm®^fiS?n^7KT^ 

A/y-fe h > (1 0/1) T?SBa^S*> , ;*W*^A^n-T h^77^f 

1 H-NMR (CDC 1 o, 500 MHz) :<53. 74 (s, 3H), 
3. 80 (s, 3H), 4. 03 (s, 3H), 4. 05 (s, 3H), 

6. 44~6. 51 (m, 3 H) . 7. 06 (s, 1 H) , 7. 12 (d, J = 
9. 2Hz, 2H) , 7. 43 (s, 1 H) , 7. 49-7. 51 (m, 3 H) , 

7. 57 (s, 1H), 7. 86 (d, J=8. 6Hz, 1 H) , 8. 48 (d, 
J = 5. 5Hz, 1H) 

Wmfttfrm. (FD-MS, m/z) : 4 7 5 (M + ) 

mmm 230 

N- (2 nD7x-Jb) -N' - {4- [ (6, 7-yy h*S/-4-4- 
JV)V) 7 jl—M frl^T (2 6 6) 

6, i-v* h*>- 4 - (4-7^ y 7 x y + ■>) +;u> (5 2mg) £ 

(5ml) tctaf&^ft? L 2-?oo7*-MV->7*-F 
( 0 . 0 5ml) £Jjn*-. 3 0 ^r^*kS^ L fz 0 RJ6»tt* * ° n 
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-fc h > (10/1) TS§g-r^^U ^TO7A^D7h/77^ ~ «fc t) «8¥ 

1 H-NMR (CDC 1 3 , 500 MHz) : 54. 01 (s, 3H), 
4. 05 (s, 3H), 6. 46 (d, J=4. 9Hz. 1 H) , 6. 98 (d 
d, J=7. 3, 7. 9Hz, 1H), 7. 14 (d, J=8. 6Hz, 2 H) , 
7. 26 (dd, 3=7. 3. 7. 9Hz, 1H) , 7. 31 (d, J=7. 9 
Hz, 1H), 7. 43 (s, 1H), 7. 52 (d, J=9. 2Hz, 2H), 
7. 57 (s, 1H), 7. 57 (s, 1 H) , 8. 24 (d, J=7. 9Hz, 
1H), 8. 37 (s, 1H), 8. 50 (d, J =5. 5Hz, 1H) 
Il^fft (FD-MS, m/z) : 4 4 9 (M + ) , 451 (M + +2) 

mmm 231 

N- (3-^dd7x-^) — N' - {4- [ (6, 7-i?jt h*is-4-* 
J*))V) j^frvQ 7*-M PlsT (2 6 7) 

6, 7 - f Jjt H + 5/-4- (4-7;77x^y) +/'J> (52m g) & 
h;bjn> (5ml) KflnJ&ig^LrtigU 2-7dd7x^;KV^7^- h 
( 0 . 0 5ml) £50*. . 3 0 ^BSBn^UKffi L tz 0 fcfcmmS: 9 o n * ;U A/7 

(10/1) * v/ 'J yAofr 5 A ? n h^'5^>f 

U IiO^M7 2mg, iK^9 3%T^ 0 

1 H-NMR (CDC 1 o, 500 MHz) : <5 3. 98 (s, 3H), 
4. 0 3 (s, 3 H) , 6. 4 1 (d, J = 4. 9 H z, 1 H) , 6. 9 9 (d, 
J=7. 9Hz, 1H), 7. 09 (d, J=8. 5Hz, 2 H) , 7. 16 
(dd, J=7. 9Hz, 7. 9Hz, 1 H) , 7. 23 (d, J=8. 6Hz, 
1H), 7. 38 (s, 1H), 7. 42-7. 44 (m, 3H), 7. 56 
(s, 1H), 8. 13 (s, 1H), 8. 14 (s, 1 H) , 8. 44 (d, 
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J=5. 5Hz, 1H) 
W&ftffim. (FD-MS, m/z) : 44 9 (M + ) , 45 1 (M + + 2) 

m&m 232 

N- (2, 3->M h^>?^-;U) -1ST - {4- [ (6, h^-> 
-4-^7 ^jl-^} frl^T (2 6 8) 

6, 7-^h*^-4- (4-7;77x;^y) +7'J> (5 2mg) £ 
h;l/i> (5ml) icjn&igtf? U h'JxW;> (1ml) ^m^fz^ V 
U7*xy> (7 4mg) ^flP;U 3 #Rflflna&S#t L fc e KfEttfc2, 3-v7 
K4">T-U> (0. 0 5ml) £fln^ 1 1 ^HSn^JfE L fc e KJCJftlc&ifc 

^;UA / / T-feh> (10/1) T?SMt5'> , J*^*7A^n7h^77-<- 
I-J^WSIU «B©<k^»*8 3mg,«$10 0%TTi#*io 

1 H-NMR(CDC1 3 , 500MHz) : 53. 72 (s, 3H), 
3. 84 (s, 3H) , 4. 02 (s, 3H), 4. 05 (s, 3 H) , 

6. 46 (d, J=5. 5Hz, 1 H) , 6. 62 (d, J=7. 9Hz, 1 H) 
, 7. 05 (dd, J=8. 5, 8. 5Hz, 1 H) , 7. 13 (d, J = 

9. 2Hz, 2H) , 7. 43 (s, 1 H) , 7. 54 (d, J=8. 6Hz, 
2H) , 7. 58 (s, 1H) , 7. 85 (d, J=8. 6Hz, 1H) , 

7. 88 (s, 1H), 8. 27 (s, 1 H) , 8. 50 (d, J=5. 5Hz, 
1H) 

K«##f m ( F D - M S , m/z) : 4 7 5 (M + ) 
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mrnm 233 

N- (4 -b Ko4'>7x-j|/) — N" - {4- [ (6, 7- 2J. H**>-4 

N — (4 -^v^jJ-^rv'Ti— ;I0 — N' - {4- [ (6, 7-5>* h^ris 
-4 - + 7 U^U) **>0 !7i^;U} (2 2 8mg) £N, N-y> f-;U 

^;l/A7 ; K/SSxf ;l/ ( 1 5 m 1 / 2 0 m 1 ) Ic&fPU h'Jxf;l/7i> 
(4ml) frmz_tz'&^ 2 0 %7^M<t^ P 0 A CI. 1 8 g) £fln;U 

x^iMTiSTi 5B#r™^L^ 0 sM^-t^^f s^amiL^ 

^ DD^A/7Hr h > (10/1) T'IMt5->'J*TO7A^ 

h^'^^^r - K «fc & ffitj U mmoit&W&l 8 8mg> JK^l 0 0%l?i# 

1 H-NMR(DMSO-d 6 , 500 MHz) : 6 3. 98 (s, 3H), 

3. 99 (s, 3H) , 6. 60 (d, J=5. 5Hz, 1H) , 6. 68 (d, 

J=8. 6Hz, 2H) , 7. 21 (d, J=8. 5Hz, 2 H) , 7. 22 

(d, J=8. 5Hz, 2H) , 7. 47 (s, 1 H) , 7. 60 (d, J = 

9. 2Hz, 2H) , 7. 61 (s, 1 H) , 8. 58 (s, 1H), 8. 59 

(s, 1H), 8. 98 (s, 1H) , 9. 03 (s, 1 H) 

!8S##HI (FD-MS, m/z) : 431 (M + +l) 

I^M^J 2 3 4 

N — (4 -T-fe h^'>7^ — ;U) -N' - {4- [ (6, 7-^V t^->-4 
-^yj^) tt->] 7^— ;U} -7U7 (2 7 0) 

N — (4-t KD*'>7x-;b) -N' - {4- [ (6, h + v/-4 

y^—Ji} *?vr (4 7mg) z&it/rvy (6m l) 

KJgf¥U h 'JiW; > (2m 1) ftftttttt (0. 5ml) £ 
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f£*§L*io MffT^£S*U g|ag£?nn*;l,A/y-tr h y (10/1) TT 

35mg, JR^ 6 8 %-?ntz 0 

1 H-NMR (CD C 1 3> 500MHz) : 52. 31 (s, 3H), 
4. 01 (s, 3H) , 4. 04 (s, 3H) , 6. 43 (d, J=5. 5Hz, 
1H) , 7. 01 (d, J=8. 6Hz, 2 H) , 7. 11 (d, J = 9. 2H 
z, 2H), 7. 26 (brs, 1 H) , 7. 32 (d, J=9. 2Hz, 2 H) 
, 7. 40 (s, 1H), 7. 45 (d, J=9. 2Hz, 1H) , 7. 56 
(s, 1H) , 7. 56 (brs, 1 H) , 8. 46 (d, J=4. 9Hz, 1 
H) 

St^tlfl (FD-MS, m/z) : 4 7 3 (M + ) 

mmm 235 

N-(3, 4, 5-hU^ h^>7^_;U) -N' - {4- [ (6, 1- ! J* 
^y-4-t;'Ji) tt'>] 1 ^—M uVT (2 7 1) 

6. h^i^-4 - (4-7;/7x; + '» +yj> (52m g) & 

hJlscy (5ml) lcJnJfe»«ILx h<Jx^7i> (1ml) £1l0Z-tz'&^ b 
>)7**Y> (66mg) £fln*-> 2ftffltmMMmLtz 0 fcfc%LK3, 4, 5- 
S J* h^i>T-'J> (76mg) ^jfJD^ 1 9ftffllKl1&M%LLtz 0 KlSiftKtfclfc 

u m*mmi- ^-cum t fc 0 «m t»«e*s* u gat* ? o d 

*;UA/T-irh> (10/1) T"IHt5i/«J*W7i>^D7 ^'57>f - 
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H-NMR (CDClg, 500MHz) : 6 3. 81 (s, 6H), 
3. 83 (s, 3H), 4. 02 (s, 3 H) , 4. 05 (s, 3H), 

6. 44 (d, J=4. 9Hz, 1 H) , 6. 69 (s, 2H), 7. 12 (d, 
J=9. 2Hz, 2H) , 7. 41 (s, 1H), 7. 41 (brs, 1 H) , 

7. 48 (d, J=8. 6Hz, 2 H) , 7. 57 (s, 1H) , 7. 58 (s, 
1 H) , 8. 4 7 (d, J =4. 9H z, 1 H) 

Sf*#tM (FD-MS, m/z) : 5 0 5 (M + ) 



HJfe^J 2 3 6 

N- (2, 4 - VyjlJru? >V) -N / - {4- [ (6, 7-v>V H^v- 
-4-*V'J;lQ ^-^->] 7 *?V7 (2 7 2) 

6, 7-> f ^h^^-4 - (4-7;;7 i y + v') ^yj> (lOOmg) 
(10ml) Jcfloi&^ft? L 2, 4-y7;Wo7x-;KVy 
T*-h (120ml) £2jo;U 3 07>ri*^L/: o tffdjLT^^^M 
BtU h^xy«t-5:iiaf)ilO{b^l 2 8mg, ^8 4%T 

1 H-NMR (DMSO-d C) 5 0 0MHz) : S3. 94 (s, 3 H) , 
3. 95 (s, 3H), 6. 46 (d, J=4. 9Hz, 1 H) , 7. 03- 
7. 10 (m, 1H), 7. 22 (d, J=9. 2Hz, 2 H) , 7. 28- 
7. 35 (m, 1H), 7. 39 (s, 1H), 7. 52 (s, 1 H) , 

7. 59 (d, J=9. 2Hz, 2H), 8. 05-8. 12 (m, 1H), 

8. 47 (d, J=5. 5Hz, 1H), 8. 52 (s. 1H) , 9. 15 (s, 
1 H) 

mM^m. (FD-MS, m/z) :45 1 (M + ) 
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mmm2 3 7 

N- (2, 5-^7;^Q7x^) — N' - {4- [ (6, 7->M 
-4-^r7'J;U) gMrS/] jl — >>b} -7 1/7 (2 7 3) 

6, l-'J* H + (4-7;;7x7^y) +7 >J > (lOOmg) 

^h;Ui> (10ml) f'tn^PLT 1 -^ 2, 5-y7Jbtn7x^W v> 
T*-h (12 0ml) £flp;i. 3 0 #RB;DnafcBaiE L /Co #ftilLT*fc*Sa*it 
IRU hJl3->T~fo&i-2>Ztlz£*)mm<D4t&®}£ 1 3 2mg. iR^5 8 7%T 

1 H-NMR(DMSO-d 6 , 500MHz) : 53. 94 (s, 3H), 
3. 95 (s, 3H) , 6. 46 (d, J=5. 5Hz, 1H) , 6. 80- 

6. 87 (m, 1H), 7. 23 (d, J=9. 2Hz, 2 H) , 7. 27- 

7. 33 (m, 1H), 7. 40 (s, 1 H) , 7. 52 (s, 1H) , 

7. 59 (d, J=8. 6Hz, 2H) , 8. 03-8. 08 (m, 1 H) , 

8. 47 (d, J=5. 5Hz, 1 H) , 8. 78 (s, 1 H) , 9. 27 (s, 
1 H) 

Wmfttitm (FD-MS, m/z) : 451 (M + ) 

mmm2 3 8 

N — (4-7U-2-^QP7x^) -N' - {4- [ (6, 7 -if* h 

*ris- 4 -*J V)V) ±±^1 Z-*=^i ryu7 (2 7 4) 

N- (4-?oo-3-- ho7x-;b) — N' - (4- [ (6, 7 - V * h 
+ S/-4-*V j***^] 7 ;U} 7 1/7 (15 0mg) *^on*M 

/** J -fr/fa (1 0ml/l 3ml/3ml) (cjg#U ^-XW&i- h U * 
A (501mg) £tJ0;U 6 0*X:trx5 0^P B m^L7t o * o o*;UA-e2Htift 
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Sgj»£®±U SI^?nnWA/7tf> (10/1) -eM&gf -5 U i*V 
;^7A^D7h/77>f-lc«fc!3i»|l!U mmmb&ysZ: 4 8mg, ^3 4 

1 H-NMR (DMSO-d 6 , 500 MHz) : <5 3. 94 (s, 3H), 
3. 94 (s, 3H), 5. 14 (brs, 2 H) , 6. 43 (d, 3=4. 9 
Hz, 1 H) , 6. 51 (m, 1H) , 6. 65 (d, 3=2. 5Hz, 1 H) , 
7. 17 (d, J=9. 2Hz, 2H), 7. 38 (s, 1 H) , 7. 48 (d, 
J = 8. 6Hz, 1H), 7. 51 (s, 1 H) , 7. 56 (d, J=8. 5H 
z, 2H) , 7. 83 (s, 1H), 8. 45 (d, J = 5. 5Hz, 1 H) , 
9. 1 0 (s, 1 H) 

(FD-MS, m/z) :4 6 4 (M + ) , 4 6 6 (M + +2) 

W&m2 3 9 

N- {4- [ (6, l-V* b*is-4-*-J U;lQ ;f4^>J Z^Eikl Z 
N' - [2 -J. h*is*iJl>#— )V7x.— )V\ *?VT (2 7 5) 

6, h*is-4- (4-7;;7i; + -» +;>J> (1 0 Omg) 

(10ml) lcjQj»»j|¥ M^;l,T$> (1ml) ZtiQZ-tzWL^ 
MJ7txy> (lOOmg) £flD;U 2ftfflmM&ffiLtio K&mKx.f-Jl'- 

2-7;/^>'/x-h (8 4m g ) ^sd^. 2mrnmmmffiLtz 0 fci&mizm 

vfrJlA/T* h> (10/1) -eM^S v/'J ii >f )\>ii 1* >7 b^7.f 

1 H-NMR (DMSO-d 6 , 90 MHz) : 51. 37 (t, J=7Hz, 
3H) , 3. 94 (s, 3H) , 3. 94 (s, 3 H) , 4. 38 (q, J = 7 
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Hz, 2H) , 6. 47 (d, J=5Hz, 1 H) , 7. 1 — 8. 1 (m, 9 H) 
, 8. 38 (d, J=9Hz, 1H) , 8. 47 (d, J=5Hz, 1 H) , 
9. 9 2 (s, 1 H) , 10. 10 (s, 1 H) 
li^I (FD-MS, m/z) : 4 8 7 (M + ) 

H»J2 4 0 

N — (2 -*l-Jl>?-*7 -N' - {4- [ (6, h^v-4 

-*J U^) gjrvj Tj^kl ^ ^ 7 (2 7 6) 

6, 7 (4-7U7i; + y) +y>J> (1 3 lmg) 

£h;U;n> (13ml) tcJp&itA? U h'Jjc^;bT^> (2. 6ml) £Jj{J;i 

h'j7*xy> c 1 5 2 m g) zmz., 2 ftfflmmmffi. ttz Q Ki&m\z 2 

-/?-Jl?-*T—V y (0. llml) &1mz-, 1 Ottffllmt&mWiLtZo JKJft$t 

^^DDtw^/7tF> (4/1) T-fg^£ ^> U J7tfJl<Jj7^? ov 
-fC^JfitSSlU mmc>4t&®} : &2 9mg. iR^14%T^^o 
1 H-NMR (DM S 0 — d g , 5 0 0MH z) :<J2. 50 (s, 3H), 
4. 00 (s. 3H), 4. 00 (s, 3 H) , 6. 51 (d, J=5. 5Hz, 
1H) , 7. 0 8 — 7. 15 (m, 1 H) , 7. 2 5-7. 3 5 (m, 3 H) , 
7. 45 (s, 1H), 7. 48 (d, J=7. 9Hz, 1 H) , 7. 58 (s, 
1H) , 7. 67 (d, J=8. 5Hz, 2 H) , 7. 99 (d, J=7. 9H 
z, 1H), 8. 24 (s, 1H), 8. 53 (d, J=5. 5Hz, 1 H) , 
9. 6 1 (s, 1 H) 

mmfttitm. (fd-ms, m/ Z ) : 46i (m + ) 



WO 97/17329 



2 0 1 



PCT/JP96/03229 



mmm2 4 i 

N — [3, (h'j7^to^f^) Z-g^ik] ~ N/ ~ (4- [ (6, 

A-^rJ 'J;U) *±i/] 7x-;^} UT C2 7 7) 

6, 7-^ h + (4-7i;7x;+-» +7'J> (50m g) £ 

N;bjc> (5ml) izmmmmt, hU^JbT^ (lml) ^flOx.*:^ h 
'i7*xy> (55mg) 3 ftffltium&m L fc 0 ^Jft&K 3 , 5 - t?X 

(h'j7WD>f;b) T-U> (116mg) ZUa^ 2 oftmamMmttio 

Si^^nn*M/7th> (10/1) Wt5y'J^W7A^nT 

^ H — NMR (DMSO-dg, 500 MHz) : 8 3 . 93 (s, 3H), 
3. 94 (s, 3H), 6. 45 (d, J=5. 5Hz, 1 H) , 7. 23 (d, 
J=9. 2Hz, 2H) , 7. 39 (s, 1 H) , 7. 51 (d, J=9. 2H 
z. 2H) , 7. 62 (d, J=9. 2Hz, 2 H) , 7. 64 (s, 1 H) , 

8. 15 (s, J=5. 5Hz, 2H) , 9. 13 (s, 1H) , 

9. 4 3 (s, 1 H) 

nmftffim (FD-MS, m/z) : 551 (M + ) 

mmm2 4 2 

N — (3-^nn7'ab°;l) - N" - {4- [ (6, l-'J* h^>-4-4- 
JV)V> *±jS] 7*-M 2±Z (2 7 8) 

6, 7-*J* h + >-4- (4-7;;7x; + i/) +;'J> (50m g) £ 
(5ml) iztiommmt^ hl»i^;UTi> (lml) ^fln^*:^ h 
»J7*xy> (5 5mg) £fln;U 3^Jn*feSML^o SJft&lr 3 - ? n o 7 
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□ t°;UT^'J> (6 6mg) Ztiaz-, 2 0ftffl1mmMffiLtz o &JifflLKmmfo1& 

A/T-fe h > (10X1) TSBi-rS^'Jrty^^A^o^ -KJ; 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 5 1. 8 7-1. 9 4 (m, 
2H) , 3. 20-3. 27 Cm, 2H), 3. 69 (t, J=6. 1Hz, 2 
H) , 3. 93 (s, 3H), 3. 94 (s, 3 H) , 6. 29 (t, J = 
6. 1Hz, 1H) , 6. 41 (d, J=5. 5Hz, 1H), 7. 14 (d, 
J=9. 2Hz, 2H) , 7. 38 (s, 1H) , 7. 50-7. 55 (m, 3 
H) , 8. 46 (d, J=4. 9Hz, 1 H) , 8. 61 (s, 1H) 

K«#*fte (FD-MS, m/z) : 415 (M + ) 

msm\2 4 3 

N- {5- [2- (4-?;M-p) 7xy^->] -b°U^;l/} — N' - {4- 
[ (6, 7 =L £j h^->-4 -^7 U;l/) 7x-;H UT (2 7 9) 

6, 1-*J/ h + i>-4- (4-7i77x7 + y) ^7 U > (53m g) £ 
h;bai> (5ml) «]i*wgJS?U h"JtWi> (1ml) *Jnx.:fc^ b 
*)7*Xf> (5 8mg) ^Jn^U 4 ^HinJIWtSE L t^o RCfeJc5-T^7- 
2- (4-7;M"cO 7*y*S/tfy S>> (95mg) £fln*.x 1 9^RHn«dl 

aM^nD*W7th> (1 0/1) -eg&rrs y'J*W7 
A? nv h^^T^f -t=:«fcDWSiU 7 4 m g . JR^7 9%T^ 
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x H-NMR (DMSO-dg, 500MHz) : 53. 94 (s, 3H), 
3. 95 (s, 3H), 6. 44 (d, J =5. 5 H z, 1H), 7. 01 (d, 
J=8. 5Hz, 1 H) , 7. 12~7. 24 (m, 6 H) , 7. 38 (s, 1 
H) . 7. 51 (s, 1H), 7. 59 (d, J=9. 2Hz, 2 H) , 
8. 01 (d, J=8. 6Hz, 1H), 8. 19 (d, J=2. 4Hz, 1 H) 
, 8. 46 (d, J =4. 9Hz, 1H), 8. 7 7 (s, 1H), 8. 89 
(s, 1H) 

li^tffl (FD-MS, m/z) : 5 2 6 (M + ) 

mmm 244 

N- {4- [ (6, 7- s J* UAQ 7 j- — M - 

N / - (3 :Li££±2kZ ^ y T7^.^;l) frb7 (2 8 0) 

6, 7-^^ h + ^-4- (4-7;y7iy + y) +yj> (5 2mg) £ 
h;Uai> (5ml) h 'J xf ^7 ? > (1ml) &tiaZ.tz&^ h 

U:7*;*y> (5 5mg) £Jn;U 3ftrtitmM&WLLtio BJ&mz 3 - V* =f-JV 
TlJT-^y (69mg) Ztax-, 1 2 #raft]3feB2fE L tz 0 SJEftKRBfcK* 

A/T-feh> (10/1) fS§lt5v"J*y;^7A^ -tck 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 2. 92 (s, 6H). 
4. 01 (s, 3H), 4. 03 (s, 3 H) , 6. 41 (d, J=4. 9Hz, 
1H), 6. 48 (d, J = 8. 6Hz, 1 H) , 6. 56 (d, J = 9. 2H 
z. 1H) , 6. 88 (s, 1H) , 7. 08 (d, J=9. 2Hz, 2 H) , 
7. 14 (dd, J=7. 9, 8. 5Hz, 1 H) , 7. 35 (s, 1 H) , 
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7. 41 (s, 1H), 7. 45 (d, J=9. 2Hz, 2 H) , 7. 55 (s, 
1H), 7. 67 (s, 1H) , 8. 45 (d. J=4. 9Hz, 1 H) 
nmftVtm. (FD-MS, m/z) :4 5 8 (M + ) 



H»J 2 4 5 

N- C2 -b Ka^'>7x-^) -N' - {4 - [ (6, 7-^^4->-4 
-^y'JAQ 7 ^_ ;b} -)l/7 (2 8 1) 

6, 7-^7Ky-4 - (4-7i;7iy+y) 4-7 'J > (1 0 5mg) 
(10ml) Kfinf&tgm U h'Jxf;l/7;> (2ml) ^rSn^Lrt:^ 
(118mg) £fln;U 2 £f H m*&iM L fc 0 Stefctti 2 - T $ 
V7i;-;l/ (77mg) 1 0 ^IJQ^iS^ L tz 0 RC^tc^TK^ 

1 H-NMR (DMSO-dg, 500 MHz) : 53. 94 (s, 3H), 
3. 95 (s, 3H) , 6. 45 (d, J=4. 9Hz, 1 H) , 6. 73- 
6. 88 (m, 3H) , 7. 20 (d, J=8. 6Hz, 2H), 7. 39 (s, 
1H) , 7. 52 (s, 1H) , 7. 59 (d, J=8. 6Hz, 2H) , 
8. 0 3-8. 0 8 (m, 1 H) , 8. 19 (s, 1 H) , 8. 47 (d, J = 
5. 5Hz, 1H) , 9. 46 (s, 1 H) , 9. 95 (s, 1 H) 

nmftffim (FD-MS, m/z) : 431 (M + ) 
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m&m 2 4 6 

N — (3 - fc KDt'>7x-;l/) -N' - {4- [(6, 
a-*S/j uVT (2 8 2) 

6, 7-y7h^->-4- (4 -7 ; > 7 x 7 + •» +y >J > (1 1 5mg) 
&hJl^> (1 2 m 1 ) (Cftm&gft? U h'Jif^7;> (2mi) ^jD^fc^ 
h'J-7*X>r> (113mg) £#0*.. 2 #P H m^it#i L fc 0 S^{c3-T^ 

yy^y-ji (73mg) £fln*.> 1 0 ftffltiam&M L ^ Q SJ&T&tc^TR^ 

1 H-NMR (DMSO-dg, 500 MHz) :<53. 94 (s, 3H) , 

3. 95 (s, 3H) , 6. 3 5-6. 4 2 (m, 1 H) , 6. 44 (d, J = 

4. 9Hz, 1H), 6. 7 7-6. 8 5 (m, 1H) , 6. 98-7. 08 
(m, 2H) , 7. 20 (d, J=8. 6Hz, 2 H) , 7. 39 (s, 1 H) , 

7. 52 (s, 1H). 7. 58 (d, J=8. 6Hz, 2 H) , 8. 47 (d, 
J=4. 9Hz, 1H) , 8. 57 (s, 1 H) , 8. 73 (s, 1 H) , 
9. 3 1 (s, 1 H) 
KftfttM (FD-MS, m/z) : 431 (M + ) 

$m&\2 4 7 

N- (3-bFD^->^M^7x-;l/) -1ST - {4- [ (6, 7- : J* 

-*-J 'J— Jl) 3r*ri/~\ 7 x.—M 7U7 (2 8 3) 
Hife0>Jl 9 7Ti#*:N- (3-ih^y*^f-;b7xz;l,) -N' - {4- 
[(6. 7 — h + y-4- + 7 U-^) ^^;U} ^UT (19 0 

mg) (3ml) ic*§ft?U 3 5 %7k®Kt# U -7 A7ki§& (5ml) 
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3 8 

1 H-NMR (DMSO-dg, 500 MHz) : 6 3. 9 4 (s, 3 H) , 
3. 95 (s, 3H), 6. 45 (d, J = 5. 5Hz, 1H) , 7. 20 (d, 
J=8. 6Hz, 2H), 7. 3 8-7. 6 5 (m, 7 H) , 8. 13 (s, 
1 H) , 8. 4 6 (d, J = 4. 9Hz, 1H), 8. 88 (s, 1 H) , 
8. 9 7 (s, 1 H) 

S*##Hfi (FD-MS, m/z) : 4 5 9 (M + ) 
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Wi star-Kyoto^ 5 v h (B*f f-^X'J^-^bA?) <fc (9 WK£«rtfJ U 
^(Nephron, 22. 454 (1978)) lc«k^T^(*:*$RKLfc 0 
10% ft i/ti£ftmm (OT. FCS img-T) £^i;RPMI 1640 igife (£TF\ i&*fe£IB§ 

y^>^^A»^-2 4^Jg^U- htcSSL. 10%FCS ^^ti:T2 

> (OT> B S A iBg-T) £^i;^it6£- 2 5 0 n 1 ^tJD Ltz 0 V* f-JlxA,** 
*>K (JBTR DMSOiBSf) {w^^-frfc^Kl^zo^lfe^l. 3 8// 1 

^toLts^ 3 7r-eiB#fyH >+ J .K-hL/c 0 t h*a^^jfa/j^* 

**i5ES^BB^ <XTF> PDGF-BB £B§lh) £0. 1% BSA^frigJfetcjgjgS-fr. 
^*l*WW*<5 Ong/ml ttt*«k-5»c#^i;btw2 5^ 1 -rojgSJnLx 3 7°C 
"CI 0#IHK h L/Co ig*tfe£l&£U 5 0 0 // lO'J >IWR«£g£ 

i&Tk (pH7. 4) (ht. pbs ±n-t) -enf&*&&'&. Mmizajmtmffifc 

(IX Triton XI 00 . 2mM ;fJl< 5* ;HI*- h 'J ImM ^^U>v?r i >4 
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WfWt2 i- h u ??J* (OT. EDTAiB§-r) h i) x^^s^tK (p h 7. 

4 %) ) £ 5 0 a 1 7^0 L 7t Q 4 °CT-30^^±Si:M-r 5Ci nj^b U 

^©^d 1 %^ ry i) jifficmj- h >J O a (JgJT\ SDS i8§1") £^£r h 'J 7lf 

«£PVDF7^ Jlsp-KW^&UZftML^ Z<D7-( )l>?-iz^\^>) >mt3-nis 

? v-j-)ii?itti%:m^tz<y >y&m&Ltzo 

PDGF-BB ©igsjtaJCj^gB'J >gHb£gU"*:PDGFgS# (frFM : mi 8 OKDa ) 
PDGF-BB ^5D(C<t-5PDGF^^©SBU >8Kb*£ 1 0 0%. ^fcJ:?>TDGF-B 

^m%©*K^^pg^^x.T. ^netio^^fe^^PDGF^^gB 1 ; 
>®m ttzM-t z mmmz?k#>, c 0^ e^^^ t ^^©pdgf 

^MgB'J >SHb5 0%Pl^Zi)^ (IC 50 ) £#ti}L*: 0 
*^©>ft:^©PDGF^^gB'J >®Kb5 0%PJLMJg (IC 50 ) lilOO 

LWb^i¥©f^#lKg||LT. ^IfV^^AfflBacfc^^PDGF 
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% 2 m 

it&fam^ m m m m (i CgQ : fj. M) 

(2) 0.4 4 

(6) 0. 45 

(8) 0.10 

(16) 0. 05 

(29) 0. 80 

(32) 0. 30 

(4 3) 0. 0 0 5 

(4 4) 0. 0 0 6 

(4 5) 0.014 

(4 6) 0. 0 2 1 

(4 7) 0.0 4 3 

(4 9) 0.018 

(5 0) 0. 0 6 7 

(5 1) 0. 0 0 9 

(52) 0. 03 

(5 3) 0.010 

(5 4) 0.0 0 3 

(5 5) 0.0 0 3 

(5 6) 0.0 0 4 

(5 7) 0.0 0 6 

(5 8) 0. 0 0 2 

(5 9) 0. 0 0 4 

(6 0) 0.0 0 4 

(6 3) 0. 4 0 

(66) 0. 13 

(6 7) 0.11 

(68) 0. 44 
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U • 


U U 4 


M 1 /I ^ 
U 1 4J 


n 
u . 


U U 4 


( 1 Q 1 ^ 


U . 


n n o 
U U o 


f 1 Q O ^ 


n 
U . 


n n 7 
U U i 


( 1 Q R ^ 

U o oj 


U . 


U 4 o 


/ -i o o ^ 
U o oj 


(J . 


U 1 4 


c 1 o n 
(1 o 9J 


u . 


r\ n cz 

0 0 5 


U D oj 


u . 


a r\ cz 

0 0 5 


U b oj 


n 
u . 


U 1 U 


U b bj 


U . 


U 1 1 


f 1 £ 7 ^ 


n 
u . 


n n a 
U U 4 


U b oj 


U . 


n n c 
U U b 




n 


n n yi 

U U 4 


f 1 7 n > 


n 
U . 


n i o 




U . 


U I u 


f 1 7 Q ^ 


n 


U I o 


(A 7 /I 


U . 


n n o 

u u z 


f 1 7 R > 


U . 


n n c 
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Cl 9 9) 
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mm2 

im6VE<Dt&& Wistar-Kyoto 77h (7iii&) CH*f-+ -;UX'J 
t>A^) ) Zm^tZo i/C^y hThyl. 1 J >7 u -±)\,m&rzlb <5 

OX- 7 (Pathol. Int., 45. 409 (1995) ^m^xmULtz) £1. 2mg/kg©/§* 

1 : jm#ftiz 2 5 %vrF<Dmtmm ! &mit> & 

2 : &S£#rt IZ. 2 5-5 0 %<D&imm&m#> Z> 

3 : imfonxz 50-75 %<z>mtmm$:m#> s 

4 : in 7 5~io o %<Dm4tmm&m#> s 

^TiJtRU &S*fl^t©#Jf» (%) £3£aiL/;: 0 WSt^1&5£teBartletti£ 
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1 Effing (%) W*i 



1 Omg/kg 11.7 P<0. 05 

3 Omg/kg 10.2 P<0. 05 

1 0 Omg/kg 13.7 P< 0. 0 1 



v^xfijfil^fflBaP 3 8 8» (ATCC^bA?) £1 x 1 0 6 fillgrt[: 

(0*SLC^t»A?) ©fl6Krtlc9HPaiiBs 
1 0 0mg/kgi^^SJ;^{^^b^^#Lfcic:5. afJR«¥fc*JLT 
1 3 0%Ol#S!iI*<BJ6e.nfc. 



2 tt&tym^_A 3<D{^g)b h^U^-vfflfla (GL 0 7) IC%N-&£lB 
J-fc ^ TOT©® *9 tnffl*3&**JF L /Co 
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li^Txii, mmmmmm ctgir) = (i-tx/cx) x 

1 0 0*^26^ o m 4 MT$<Dm&m%$*-C\ WTG I Rlli 7 6%T-£>^K 

3 *&w<D4k£t®i<D t hru^-vm (gl 0 7) (c^ri^Bg^ 
^©jsi^Txiu mmmmmm ctg i r) = u-tx/cx) 

x 1 0 0^fe/c o CtibOgl^3ii:^t 0 
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It&tfom^ (TG I R%} 



(44) 
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(4 5) 


6 8 


(5 2) 
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(2 5 5) 8 6 

(2 6 0) 5 2 

(2 6 2) 8 7 

(2 64) 6 3 

(2 6 7) 6 5 

(2 7 2) 8 4 



A¥) ^?-F7-)x ic^H U JEi£#^ 1 0 0 mm 3 o /cBf 

fete 6 £ 9 ic 1 i$4 ElToi^frtf £• U 10 Omg/kg 

ttz 0 znzommmmmm (jgw ®ii^i4ii:gt 0 



m4m 

fflf&m mm (tg i r%) 









(4 3) 


(5 8) 


COL- 1 
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0 1 0 n 
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S t -4 
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t 0 m a c h 
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u n g 
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— P9~l OEOittDB A/1 J NCrj-^x (9il&) (B**-*-;bX 

(K-4 1, n^— >fyWfc'ffi l &&) n 1 5 mg© Mycobacterium tuberculosis 
H 3 7 R a (Difco Labs. ^t»A^) > 2. 5inl©^S^^fc J;tf 7 . 5 ml© 
T^7o^f> KTv^^>K (Difco Labs. frt>\?£) HX7;l/i?g >£S§ 

L fco 0fl«f5feffee©S« ifi577X4 &©IB3i© B ti& L fz 0 



mammm (.%) 
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